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Connecting via Winsock to STN 



Welcome to STN International! Enter x:x 

LOGINID: sssptal202txn 

PASSWORD: 

TERMIN7VL (ENTER 1, 2, 3, OR ?):2 



* * 


★ ★ 


★ ★ 


* * 


* Welcome to STN International 


NEWS 


1 






Web Page URLs for STN Seminar Schedule - N. America 


NEWS 


2 






"Ask CAS" for self-help around the clock 


NEWS 


3 


DEC 


05 


CASREACT(R) - Over 10 million reactions available 


NEWS 


4 


DEC 


14 


2006 MeSH terms loaded in MEDLINE/ LMEDLINE 


NEWS 


5 


DEC 


14 


2006 MeSH terms loaded for MEDLINE file segment of TOXCENTER 


NEWS 


6 


DEC 


14 


CA/CAplus to be enhanced with updated IPC codes 


NEWS 


7 


DEC 


21 


IPC search and display fields enhanced in CA/CAplus with the 










IPC reform 


NEWS 


8 


DEC 


23 


New IPC8 SEARCH, DISPLAY, and SELECT fields in USPATFULL/ 










USPAT2 


NEWS 


9 


JAN 


13 


IPC 8 searching in IFIPAT, IFIUDB, and IFICDB 


NEWS 


10 


JAN 


13 


New IPC 8 SEARCH, DISPLAY, and SELECT enhancements added to 










INPADOC 


NEWS 


11 


JAN 


17 


Pre- 19 8 8 INPI data added to MARPAT 


NEWS 


12 


JAN 


17 


IPC 8 in the WPI family of databases including WPIFV 


NEWS 


13 


JAN 


30 


Saved answer limit increased 


NEWS 


14 


JAN 


31 


Monthly current-awareness alert (SDI) frequency 










added to TULSA 


NEWS 


15 


FEB 


21 


STN AnaVist, Version 1.1, lets you share your STN AnaVist 










visualization results 


NEWS 


16 


FEB 


22 


Status of current WO (PCT) information on STN 


NEWS 


17 


FEB 


22 


The IPC thesaurus added to additional patent databases on STN 


NEWS 


18 


FEB 


22 


Updates in EPFULL; IPC 8 enhancements added 


NEWS 


19 


FEB 


27 


New STN AnaVist pricing effective March 1, 2006 



NEWS EXPRESS FEBRUARY 15 CURRENT VERSION FOR WINDOWS IS VS.Ola, 

CURRENT MACINTOSH VERSION IS V6.0c{ENG) AND V6.0Jc(JP), 
AND CURRENT DISCOVER FILE IS DATED 19 DECEMBER 2005. 
V8.0 AND V8.01 USERS CAN OBTAIN THE UPGRADE TO V8.01a AT 
http : //download . cas . org/express/v8 . 0-Discover/ 

NEWS HOURS STN Operating Hours Plus Help Desk Availability 

NEWS INTER General Internet Information 

NEWS LOGIN Welcome Banner and News Items 

NEWS PHONE Direct Dial and Telecommunication Network Access to STN 

NEWS WWW CAS World Wide Web Site (general information) 

Enter NEWS followed by the item number or name to see news on that 
specific topic. 



All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 
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************* STN Columbus *************** 
FILE 'HOME' ENTERED AT 16:47:05 ON 28 FEB 2006 
=> file reg 



FILE 'REGISTRY' ENTERED AT 16:47:18 ON 28 FEB 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 27 FEB 2006 HIGHEST RN 875402-35-0 
DICTIONARY FILE UPDATES: 27 FEB 2006 HIGHEST RN 875402-35-0 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH January 6, 2006 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

***4r4r4r***********4r***************4r*************4>***-********4-**-******4- 

* . * 

* The CA roles and document type information have been removed from * 

* the IDE default display format and the ED field has been added, * 

* effective March 20, 2005. A new display format, IDERL, is now * 

* available and contains the CA role and document type information. * 

* * 
****************************************************+*****★********** 

Structure search iteration limits have been increased. See HELP SLIMITS 
for details. 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 

http: //www. cas . org/ONLINE/UG/regprops .html 



COST IN U.S. DOLLARS 



SINCE FILE 
ENTRY 
0.21 



TOTAL 
SESSION 
0.21 



FULL ESTIMATED COST 



=> 




chain nodes : 
11 12 16 17 
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ring nodes : 

123456789 10 
chain bonds : 
7-11 8-16 9-17 
ring bonds : 

1- 2 1-6 2-3 2-7 3-4 3-10 4-5 5-6 7-8 8-9 9-10 
exact/norm bonds : 

2- 7 3-10 7-8 7-11 8-9 8-16 9-10 9-17 
normalized bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 
isolated ring systems : 
containing 1 : 



G1:C,0,S,N, [*1] 
G2:C,0,S,N,Cy 
Match level : 

IrAtom 2: Atom 3: Atom 4: Atom 5: Atom 6: Atom 7: Atom 8: Atom 9: Atom 10: Atom 
11: CLASS 12: Atom 16: CLASS 17: CLASS 
Generic attributes : 
12: 

Number of Carbon Atoms : less than 7 
Number of Hetero Atoms : less than 2 
Type of Ring System : Monocyclic 

Element Count : 
Node 12: Limited 

C,C5 

N,N1 



LI 



STRUCTURE UPLOADED 



=> d 11 

LI HAS NO ANSWERS 
LI STR 



G2 

Gl C,0,S,N, [61] 
G2 C,0,S,N,Cy 



Hy 



Structure attributes must be viewed using STN Express query preparation. 



=> s 11 sample 

SAMPLE SEARCH INITIATED 16:47:39 FILE 'REGISTRY* 
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SAMPLE SCREEN SEARCH COMPLETED - 



44381 TO ITERATE 



4.5% PROCESSED 2000 ITERATIONS 

INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED) 
SEARCH TIME: 00.00.01 



50 ANSWERS 



FULL FILE PROJECTIONS: 

PROJECTED ITERATIONS: 
PROJECTED ANSWERS: 



ONLINE * * COMPLETE* * 
BATCH COMPLETE** 

875046 TO 900194 
44995 TO 50867 



L2 



50 SEA SSS SAM LI 



=> s 11 full 

FULL SEARCH INITIATED 16:47:47 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 892303 TO ITERATE 



100.0% PROCESSED 892303 ITERATIONS 
SEARCH TIME: 00.00.15 



47693 ANSWERS 



L3 



47693 SEA SSS FUL LI 



=> s 13 and (pyridin? or pyridyl) 
1887738 PYRIDIN? 
43695 PYRIDYL 
L4 2043 L3 AND (PYRIDIN? OR PYRIDYL) 



=> file hcaplus 
COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
176.90 



TOTAL 
SESSION 
177.11 



FILE 'HCAPLUS' ENTERED AT 16:48:42 ON 28 FEB 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications - 
The CA Lexicon is the copyrighted intellectual property of the 
the American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 28 Feb 2006 VOL 144 ISS 10 
FILE LAST UPDATED: 27 Feb 2006 (20060227/ED) 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 

=> d his 

(FILE 'HOME* ENTERED AT 16:47:05 ON 28 FEB 2006) 
FILE 'REGISTRY' ENTERED AT 16:47:18 ON 28 FEB 2006 
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LI STRUCTURE UPLOADED 

L2 50 S LI SAMPLE 

L3 47693 S LI FULL 

L4 2043 S L3 AND (PYRIDIN? OR PYRIDYL) 

FILE 'HCAPLUS' ENTERED AT 16:48:42 ON 28 FEB 2006 



=> s 14/thu 

291 L4 
755953 THU/RL 
L5 100 L4/THU 

(L4 (L) THU/RL) 



=> d 15 1- ibib abs fhitstr 

YOU HAVE REQUESTED DATA FROM 100 ANSWERS - CONTINUE? Y/ (N) 
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L5 ANSWER 1 OF 100 HCAPLUS COPYRIGHT 2006 ACS on STN 



ACCESSION 
TITLE: 



PATENT ASSIGNEE(S): 
SOURCE: 

DOCUHENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2006:104528 HCAPLUS 
Preparation of quinazolinone derivatives useful for 
the regulation of glucose homeostasis and food intalce 
Rudolph, Joachim; O'Connor, Stephen) Coish, Philipj 
Wickens, Philip; Bondar, Georgiy/ Chuang, Chih-Yuan; 
Ramsden, Philip; Lowe, Derek; Bierer, Donald; Chen, 
Libingt Fu, Venlangi Khire, Udayi Liu, Xiao-Gaof 
Mcclure, Andrea; Vang, Lei; Yi, Lin; Baler, Villian 
Bayer Pharnacttuticals Corporation, USA 
PCT Int. Appl., 559 pp. 
COOEN: PIXXD2 
Patent 
English 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



VO 2006012577 




A2 




20060202 




VO 2005- 


US26192 




20050722 


tf: 


AE. 


AG, 


AL, 


AM. 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BV, 


BY, 


BZ, 


CA, CH, 




CN, 


CO, 


CR. 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, 


GB, GD, 




GE. 


GH, 


GH, 


HR, 


HU. 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KM, 


KP, 


KR, K2, 




LC, 


LK, 


LR, 


LS, 


1-T, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MV, 


MX, 


MZ, NA, 




NG, 


NI, 


NO, 


NZ, 


OH, 


PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


sc. 


SD, 


SE, 


SG, SX, 




SL, 


SM, 


SY, 


TJ, 


TM. 


TN, 


TR, 


XT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


vc. 


VN, YO, 




ZA, 


ZM, 


zv 


























RW: 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


HU, IE, 




IS, 


IT, 


LT, 


LU, 


LV, 


MC, 


NL, 


PL, 


PT, 


RO, 


SE, 


SI, 


SK, 


TR, 


B7, BJ, 




CF, 


CG, 


CI, 


CM, 


GA, 


6N, 


GQ, 


GV, 


ML, 


MR, 


NB, 


5N, 


TD, 


TG, 


BV, GH, 




GH. 


KE, 


LS, 


Mtf, 


MZ, 


NA, 


5D, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZV, 


AM, 


AZ, BY, 




KG, 


KZ, 


HD, 


RU, 


TJ, 


TM 




















PRIORITY APPLN. 


INFO.: 












US 2004- 


5908D4P 




P 20040722 
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Rl O 




AB The invention is related to substituted quinazolinone derivs. I [Rl - 

(un) substituted pyrrolidin-3-yl, piperldin-3-yl, iBorphoiin-4-yl. etc.; R2 
- H, (un) substituted cyclo/alkyl, pyridinyl. Ph. etc.; R3 - H, halo, 
haloalkyl, (un) substituted Ph, alkyl, etc.; L - a bond, 0, CO, S, S02, 
NHS02, NH and derivs., etc.; X - (CH2)m; ra - 0-2; Y - (CH2)n; n - 1-2; p - 
0-2; with provisos), and their pharmaceutically acceptable salts, and 
their compns., and methods for treating diabetes, obesity and related 
disorders, and regulation of glucose homeostasis and food intake (e.g., 
stimulation and suppression) (no data) . The invention is also related to 
the preparation of quinazoUnones I. Five biol. tests are given (no data). 
Thus, II*TFA was prepared by amination of S-fluoro-2-nitrobenzoic acid 
vith N-nethylbutylaaine, reduction of the nitro compound, eyclocondensation 

with 

o-anisoyl chloride, reaction with tert-Bu 3- (aninoiMthyl)pipecidine-l- 
carboxylate (internediate not isolated), and Boc-deprotection in the 
presence of TFA. 
IT a7S25S-77-ep 

RL: PAC (Pharmacological activity); RCT (Reactant) ; niD (Tberapeutle 
use); THO (Tberapeutlo use); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(drug candidate; preparation of quinazoli nones useful for regulation of 
glucose homeostasis and food intake) 
RN 875258-77-8 HCAPLUS 

CN 4 (3H) -Quinazolinone, 6- I (3-chloro>2-pyridinyl) OKyl -2- (2-methylphenyl) -3- 
[(3S)-3-piparidlnylaethyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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LS ANSVER 2 OF 100 HCAPLUS COPYRXOrr 2006 ACS on STN 




ACCESSION NUMBER: 
TITLE: 



PATENT ASSIGNEE(S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 



2006:101023 HCAPLUS 
Preparation of quinazoline derivatives as AMPA 
receptor antagonist and for the treatment or delay of 
progression of epilepsy oc schizophrenia 
Allgeier, Hans; Froestl, Volfgang; Roller, Manuel; 
Mattes, Henri; Nozulak, Joachim; Ofner, Silvio; Orain, 
David; Rasetti, Vittorio; Renaud, Johanne; Soldernann, 
Nicolas; Floersheim, Philipp 
Novartis AG, Switz.; Novartis Pharma GmbH 
PCT Int. Appl., 122 pp. 
CODEN: PIXXD2 
Patent 
English 



KIND DATE 



APPLICATION NO- 



VO 2006010591 




A2 




20060202 




VO 2005- 


EP8113 




20050726 


V: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BV, 


BY, 


BZ, CA, CH, 




CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, GB, GD, 




GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KB, 


KG, 


KM, 


KP, KR, KZ, 




LC, 


LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


HK, 


MN, 


MV, 


MX, MZ, NA, 




NG, 


NI, 


NO, 


NZ, 


ON, 


PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SO, 


SE, SG, SK, 




SL, 


SM, 


SY, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ. 


UA, 


U6, 


US, 


U2, 


VC, VH, YU, 




ZA, 


ZM, 


ZV 
























RV: 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


FI. 


FR, 


GB, 


GR, HU, IE, 




IS, 


IT, 


LT, 


LU, 


LV, 


MC, 


NL, 


PL, 


PT, 


RO, 


SE, 


SI, 


SK, 


TR, BF, BJ, 




C7, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GV, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG, BV, GH, 




GM, 


KE, 


LS, 


MV, 


MZ, 


NA, 


SO, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZV, 


AM, AZ, BY, 




KG, 


KZ, 


HO, 


RU, 


TJ, 


TM 


















PRIORITY APPLN. 


INFO.: 












GB 2004- 


16730 




A 20040727 




Mo 0 




AB lH-quinazoline-2,4-dlone derivs. I, wherein G is NR3R4 or 0R5, wherein 
R3-R5 are independently hydrogen, aryl, aralkyl, acyl, alkyl optionally 
substituted by aryi, heterocyclyl, aryloa^r, aralkyloxy or 
alkoxycarbonylamino, or R3 and R4 together with the adjacent nitrogen atom 
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L5 ANSVra 2 OF 100 HCAPLUS CXJPYRIGHT 2006 ACS on STN (Continued) 

form heteroacyl or haterocyciyl contg. at leaat one nitrogen ring atom and 
attached via this nitrogen ring atoni« wherein heteroaryl and heterocyclyl 
are optionally substituted by aryl. aralkyl, aryloxyalkyl, 
aminocarbonylalkyl, mono- or dialkyl amincwarbonylalkyl or 
Dorpholinocarbonylallcyl, Rl is nitro or trifluoromethyl, and R2 is alkyl, 
aryl or aralkyl, and their salts, were prepd. as as AMPA receptor 
antagonist and for the treatment or delay of progression of epilepsy or 
schizophrenia. Title compds. vere prepd. and used for the prevention, 
treatment or delay of progression of epilepsy or schizophrenia, 
neuropathic pain, affective and attention disorders, schizophrenia, 
tinnitus, myopia and other ocular disorders, multiple sclerosis, dementia. 
The invention provides a combination which comprises at least one compd. I 
("AMPA receptor antagonist") and at least on« coopd. selected froa the 
group consisting of llthiun, valproic acid sodium salt, conventional 
antipsychotics, atypical antipsychotics, lamotrigine. He phenidate, 
antidepressants and anti epileptics is greater than the additive effect of 
the combined drugs. Thus, quinazoline II was prepd. and tested as an 
antagonist at the teiuR3 AHPA receptor with an ICSO Of 2.3 MM. 

IT 875154-77-lP 

RL: PAC (Pharnacological activity)! SPN (Synthetic preparation)! tm 
(TborapAutle tts*>f BIOL (Biological study) i PREP (Preparation)! USES 
(Uses) 

(preparation of quinazoline derlva. as AMPA receptor antagonist and for 

the 

treatment or delay of progression of epilepsy or schizophrenia) 
RM 8751S4-77-1 HCAPLUS 

CN Hethanesulfonanide, N-[l,4-dihydro<'2.4Hiioxo'-6- (^-pyridinylo»y)-7- 
(trlfluoro■ethyl) -3(2H) -qulnazollnyl]> (SCI) (CA INDEX NAME) 




L5 ANSVEK 3 OF 100 HCAPLUS COPYRIGHT 2006 ACS on STM 
ACCESSION NUMBER: 2005:1331267 HCAPLUS 

DOCUMENT NUMBER: 144:69846 

TITLE: Preparation of quinazoli none derivatives as vanilloid 

receptor antagonists 
INVENTOR(S): Ritchie, Timothy John; Culshav, Andrew Jamesf Brain, 

Christopher Thomas ! Dziadulewicz, Edward Karol 
PATENT ASSIGNEE(S): Novartls A.-G., Switz.! Novartls Phama G.n.b.H. 

SOURCE: per Int. Appl. , 44 pp. 

CODEN: PIXXD2 
DOCUMENT TYPE: Patent 
LANGUAGE: English 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 



PATENT NO. 






KIND 


DATE 






APPLICATION 


NO. 




DATE 


VO 2005120510 




Al 




20051222 




VO 2005- 


EP6253 




20050608 


V: AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA 


BB, 


BG, 


BR, 


BW, 


BY. 


BZ, CA, CH 


CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, GB, GD 


GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN 


IS, 


JP, 


KE, 


KG, 


KM, 


KP, KR, KZ 


LC, 


LK, 


LR, 


LS, 


LT. 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


Mtf, 


MX, MZ, NA 


NG, 


Nl, 


NO, 


NZ, 


OM. 


PG, 


PH, 


PL, 


PT, 


RO, 


RU. 


SC. 


SD, 


SE. SG. SX, 


SL, 


SM, 


SY, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


VC, VN, YU, 


ZA, 


ZH, 


zv 
























RW: BW, 


GH. 


GM, 


XE, 


LS, 


HV, 


HZ. 


NA, 


SO, 


SL. 


5Z, 


TZ, 


UG. 


ZH, ZV, AH, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU. 


TJ, 


TH, 


AT, 


BE. 


B6, 


CR, 


CY, 


CZ, DE, DX, 


EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


BU, 


IB. 


IS. 


IT. 


LT. 


LU, 


MC. 


NL, PL, PT, 


RO, 


SE, 


SI, 


SK, 


TR, 


BF, 


BJ, 


CP, 


CG. 


CI. 


CM. 


GA, 


GN. 


GQ. GV. ML. 


MR, 


NE, 


SN, 


TD, 


TG 




















PRIORITY APPLN. 


INFO.: 












GB 2004- 


12769 




A 20040608 



GI 




AB The present invention relates to the preparation of I [wherein Rl - 

(un) substituted alJcyl. cycloalkyl. or amino; R2 - halo, alkyl, CN, etc. i 
R3 - H, halo, allcyl, alkenyl, alkynyl, etc! R4 - (un) substituted OH or 
amino; RS - H or OH; n ■ 1 or 2] or pharaaceuticaXly acceptable salts and 
their use as vanilloid receptor antagonists. For example, 
2- (isobutyrylamino) -4-nitrobenzoic acid was reacted with 4-chloroaniline 
in toluene in the presence of PC13 to give 3- (4-chlorophenyl) -2-isopropyl- 
7-nitro-4-qllina^olinone. The compound obtained was reduced with iron powder 
in glacial acetic acid to give 7-amino-3- (4-chiorophenyl) -2-isopropyl-4- 
quinazolinone (II). A formulation containing I as an active Ingredient was 
also described. 

IT 871B14-73-2P 



ANSWER 3 07 100 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
RL: PAC (Pharaacologleal acUvlty) ; SPN (SyntheUc preparation) ! no 
(Thttr^>mitle ne«>i BIOL (Biological study)! PREP (Preparation)! USES 
(Uses) 

(drug candidate; prepn. of qulnazollnone derivs. as vanilloid receptor 
antagonists) 
871814-73-2 HCAPLUS 

4 (3H) -<2uinazollnone. 3- (6-chloro-3-pyrldinyl) -7-hydroxy-2- (1-methylethyl) - 
(9CI) (CA INDEX NAME) 




REFERENCE COUNT: 



THERE ARE 3 CITED REFERE3ICES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: " 
INVENTOR (S) : 

PATENT A5SIGNEE(S): 
SOURCE: 

DOCUMENT TYPE: 



FAMILY AOC. NUM. COUNT: 
PATENT INFORMATION: 



2005:1329696 HCAPLUS 
144:45525 

Methods for treating mast cell disorders 

Hayflicic, Joel S.; Pefaur. Noah; Purl, Kanal 0.; Tlno, 

VilUara 

Icos Corporation, USA 
PCT Int. ^pl., 86 pp. 
OODEN: PIXX02 
Patent 
EngUsh 



KIND DATE 



APPLICATION NO. 



VO 2005120511 




Al 




20051222 




WO 2005-US19558 




20050604 


V: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BW. 


BY, 


BZ, CA, CH, 




CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, GB, GD, 




GE, 


GH, 


Q1, 


HR, 


HU, 


ID. 


IL, 


IN, 


IS. 


JP, 


XE. 


KG, 


XM, 


KP. KR. KZ, 




LC, 


LK, 


LR, 


LS, 


LT, 


LU. 


LV, 


MA, 


MD, 


HG, 


MK, 


HN. 
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The invention provides methods of Inhibiting mast cell activity by 
administering a selective inhibitor of phosphoinositlde 3-klnase delta 
(PI3XS) . The invention also provides methods for treating or 
preventing a condition associated with undesirable mast cell activity in an 
individual comprising administering an effective amount of a selective 
PI3Ka inhibitor. 
371243-02-6 

RL: PAC (Pharmacological activity)! TRU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(methods for treating mast cell disorders) 
371243-02-6 HCAPLUS 

4 OH) -Qulnazollnone, 3- (2-chloro-3-pyrldinyl) -5-methyl-2-{ (lH-purln-6- 
ylthlo) methyl)- (9CI) (CA INDEX NAME) 
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PRIORITY APPLN. INFO. : US 2004-574481P F 20040525 

US 2004-578683? F 20040609 

AB The invention discloses methods for treating and/or preventing aberrant 
proliferation of hematopoietic cells. More particularly, the invention 
discloses methods for treating and/or preventing aberrant proliferation of 
hematopoietic cells comprising selectively inhibiting phosphoinositide 
3-)tinase a (P13K5) activity in hematopoietic cells. The 
methods may be used to treat any indication involving aberrant 
proliferation of hematopoietic cells. 

IT 371243-02-6 

RL: PAC (Pharmacological activity); TBO (Tharapeutic use); BIOL 
(Biological study); USES (Uses) 

(phosphoinositide 3-ld.nase 5 inhibitors for treating and/or 
preventing aberrant proliferation of hematopoietic cells) 

RN 371243-02-6 HCAPLUS 

ON 4(3H)-Quina2oUnone, 3- (2-chloro-3-pyridinyl)-5-Bethyl-2-t (lH-purin-6- 
ylthio) methyl)- (9CI) (CA INDEX NAME) 
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AB Title coavxls. I [Rl - aryl, aralkyl, alkoxy, etc.; further details on Rl 
ace given. I R2, R3 - H, amino, alkylamino, etc.; R4 - Ql, etc.; R5 - H, 
alkyl, hydroicy, etc.; R7, R8 - alkyl, arylalkyl, heteroarylalkyl, with the 
proviso that R7 and R6 are not alkyl simultaneously; XI - NH, O, Si Y ■ N, 
Ci Ar - optionally substituted aryl, heteroaryl with alkyl, alkoxy, halof 
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ring A - Ph, hetecoaryl contg. N, 0] were prepd. For example, reaction of 

2- (4-hydro]iyphenyl)-3,8-dimethyl-4(3H)-quinazolinone, e.g., prepd. fron 

3- aethyl-2-aninobenzoic acid in 3 steps, with l-chloro-3-brcwopcopane and 
K2003 follovsd by in-situ treatment with piperidine afforded con^. XI [fl 
- nethyl; X - piperidin-l-yl] . In histamine analog binding inhibition 
assays, the IC50 value of conpd. II [R " H> X - pyrrolldin-l-yl] vas 0.68 
nN. compds. I are claimed useful for the treatment of diabetes, obesity, 
etc. 

IT e70»96-75-l» 

RL: PAC (Pharaacologieal activity)! SFN (Synthetic preparation)! TBO 
(Therapoutlo ttself BIOL |Biological study)! PREP (Preparation)! USES 
(Uses) 

(preparation of quinazoline derivs. as histamine H3 antagonists for 
treatment of obesity, diabetes, etc.) 
RN 870996-75-1 HCAPUJS 

CN 4 (3H) -Cuinazolinone. 2-(6- [ (l-cyclobutyl-4-piperldinyl) oxy] -3-pyridinyl] -B- 
methoxy-3-Bethyl- (9CI) (CA INDEX NAHE) 
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PRIORITY APPLN. INFO.: 

OTHER 50URCE(S): MARPAT 144:612 

AB The Invention discloses methods for inhibiting angiogenesis. The methods 
comprise selectively Inhibiting phosphoinositide S-ldnase delta 
(PI3XS) activity in endothelial cells. The methods may con^rise 
administration of one oc more cytotoxic therapies including but not 
limited to radiation, chemotherapeutic agents, photodynaoic therapies, 
radlof requency ablation, anti-angiogenlc agents, and combinations thereof. 
Inhibitors of the invention Include quinazolin-4-one derivs. 

IT 3712*3-02-6 

RL: PAC (Pharmacological activity); THV (TberapMitlo use)! BIOL 
(Biological study); USES (Uses) 

(phosphoinositide 3-kinase S inhibitors for angiogenesis 
inhibition) 
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CN 4 (3H) -<JuinazoUnone, 3- (2-chloro-3-pyridinyl) -5-nethyl-2- 1 (lH-purin-6- 
ylthio) methyl]- (9CI) (CA INDEX NAHE) 
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I 



AB The present invention relates to compds. according to the general focmula 
(I) wherein Rl, R2, R3 and/or R4, are independently from each other 
selected from H, halogen, hydroxy, protected hydroxy, cyano, nitro, Cl to 
C6 alkyl, Cl to C6 substituted alkyl, Cl to C7 ailcoxy, Cl to C7 
substituted alkoxy, Cl to C7 acyl, Cl to C7 substituted acyl, Cl to C7 
acyloxy, carboxy, protected carbaxy, carboxynethyl, protected 
carboxynethyl, hydroxyraethyl, protected hydroxynethyl, amino, protected 
amino, (mono9ub9titut«d) amino, protected (monosubstltuted) amino, 
(dlsubatituted) amino, carboKamide, protactad carbovamlda, H-(C1 to C6 
alkyl) carbosanide, protected N-(C1 to C6 alkyl) carboxaaide, N,N-di(Cl to 
C6 alkyl) carboxaraide, trifluoromethyl, N-[(C1 to C6 alkyl) sulfonyl] amino, 
N-(phenylsulfonyl) amino or substituted or unsubstituted phenyl; R5 is H, 
Cl to C8 alkyl. Cl to C8 substituted alkyl, C7 to C12 alkylphenyl or C7 to 
C12 substituted phenylalkyl, R6 is H, CI to C8 alkyl, Cl to C8 substituted 
alkyl, C7 to C12 alkylphenyl or C7 to CI2 substituted phenylalkyl, R7 is 
H, Cl to 08 alkyl, Cl to C8 substituted alkyl, C7 to C12 alkylphenyl or C7 
to C12 substituted phenylalkyl, and R6 and R7 may be taken together with 
nitrogen to form a heterocycle or substituted heterocycle or a heteroaryl 
or substituted heteroaryl ring. I bind to the LXR receptors and act as 
agonists and antagonists of the LXR receptors. The invention further 
relates to the treatment of diseases and/or conditions through binding of 
said nuclear receptor by said compds. and the production of medicaments 

using 

said compds. 
IT 307956-4S-3 

RL: PAC (Pharmacological activity)! THU (TbarapMitte um)i BIOL 
(Biological study) i USES (Uses) 

(novel 2-amlnoquinazolinones and 2-anlnooxoquinazolone9 as LXR nuclear 
receptor binding compds. with partial agonistic properties for 
treatment of diseases) 
RN 307956-46-3 HCAPLUS 

ON 4 (3H) -QuinazoUnone, 2- [ethyl (4-fiyrldlnyliMthyl) amino] -8-nethoxy-3- (2- 
phenylathyl) > (9CI> (CA INDQC NAME) 
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SOURCE: PCT Int. Appl., 323 pp. 

CODEN: PIXXD2 
OOCUKEKT TYPE: Patent 
LANGUAGE: Japanese 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 

PATENT NO. KIND DATE APPLICATION NO. DATE 



WO 2005095214 Al 20050915 WO 2005-JP4379 20050307 

V: AS, AG, AL, AH, AT, AU, AZ, BA, BB, BG, BR, Btf, BY, BZ, CA, CH, 

CN, CO, CR, CU, CZ, OE, OK, DM, OZ. EC, EE, EG, ES, FI, GB, GO, 

GE, Ga, GM, BR, HU, ID, IL, IN. IS, JP, KB, KG, KP, XR, KZ, LC, 

UC LR, LS, LT, LU, LV, MA, MD, MG, MX, MN, M», MX, MZ, MA, NI, 

NO. NZ, OH, PG, PR, PL, PT, RO, RU, SC, SO, SB, SG, SX. SL, SM, 

SY, TJ, TM, TN, TR, TT, T2, UA. UG, US, U2, VC, VN, YU, ZA, ZM, ZW 

BW: BW, GH, GM, KE, LS, MW, K2, NA. SD, SL, SZ, TZ, UG, ZM, ZW, AM, 

AZ, BY, KG, KZ, MD, RU, TJ, T«, AT, BE. BG, CH, CT, CZ, DE, OK, 

EE, ES, FI, FR, GB, GR, m, IB, IS. IT, LT, LU, HC, NL. PL, PT, 

RO, SB, SI, SX. TR, BF, BJ, CF, CG, CI. CM, GA, GN, GQ, GW, ML, 

MR, NB, SN, TD. TG 

PRIORITY APPLN. INFD. : JP 2004-63243 A 20O4030S 

OTHER SOURCB(S): HARPAT 143:306320 

GI 
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disorders such as brain infarction or transient cerebral ischemic attack, 
mental function disorders such as schizophrenia, anxiety, drug dependence. 
Parkinson's disease, or gastrointestinal disorders (no data). 

IT 864864-45-9? 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THO 
(Thar^utlc use) J BIOL (Biological study)} PREP (Preparation); USES 
(Uses) 

(preparation of di a ryl- substituted triazola derivs. as oGluRl inhibitors) 
RN 864864-45-9 HCAPLUS 

CN 4 (3H) -Quinazolinone, 7-{l- (2-fluoro-3-pyridi^yl)-5-netfayl-lH-l,2,3•tria^ol- 
4-yll-^,3-dlmetfayl- (9CI) (CA INDEX HAKE) 




REFERENCE COUNT: 7 THERE ARB 7 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATI(»IS AVAILABLE IN THE RB FORMAT 




AB Title coords, represented by the formula I (wherein XI - o, N or CR2; 

X2-X4, Al - independently N or C; X5 - S or A4tA3; A2-A4 - independently 
CR4 or Ni ring A - (hetero) cyclyl or (hetero)aryl; R2 - H. alkyl, cyano, 
alkyloxy(carbonyl) or trialkylsilylt n4 - H, halo, alkyl (oxy), etc.; R3 - 
halo, alkyl (oay), cyano, eto and pliaraacauticaUy acceptable salts 
thereof] vera prepared as aSluRl (mstabotcapic Glutamat* racaptor 1) 
inhibitors. For esaapla. II was given in a oulti-stap syntbasls starting 
from 5-bronaindanona. II showad inhibitioo of nGluRla with an IC50 value 
of 2.3 iM. Thus, I arc useful for the prevaotim or trtatnent of 
convulsion, acuta pains, inflaanatocy pains, chronic pains, brain 
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2005:778005 HCAPLUS 
143:338952 

Combinatorial design of nonsyvoMtrical cyclic uraa 
inhibitors of aspartlc protease of KIV-1 
Frecer, Vladimirr Burello, Enrico* Miertus. Stanislav 
UNI DO, International Centre for Science and High 
Technology, Trieste, 1-34012, Italy 
Bioorganic k Medicinal Chemistry (2005), 13(18), 
5492-5501 

CODEN: BMECEPf ISSN: 0968-0896 
Elsevier Ltd. 
Journal 
English 

The aspartic protease (PR) of the hunan inmunodeficiency virus type 1 
(HIV-1) is an important target for the design of specific antiviral agents 
dedicated to treatment of HIV-1 infection, tfe have employed 
computor-assiated combinatorial chemical methods to design a small focused 
virtual library of nonsym. substituted cyclic urea inhibitors of the PR. 
Nonsym. compds. with decreased peptidic character were namely found to 
inhibit the PA vrith confiarable inhibition potencies aa their C2-p9eudosyn. 
counterparts and to possess superior pharmacokinetic properties. To 
generate the virtual library of fully nonsym. cyclic urea analogs, diverse 
reagents vere selected from databases of available chens. vd.th 
characteristics similar to those of the building blocks of knovn potent PR 
inhibitors. The X-ray structure of the protease-inhibitor complex 
PR-XV-638 was used as the receptor model in the structure -based focusing 
and in silico screening of the virtual library. A target-specific 
LUDI-type scoring function, parameterized for a QSAR training set of known 
cyclic urea inhibitors and validated on a set of compds. not included into 
the training set, was used to predict the inhibition consts. (Ki) of the 
generated analogs toward the H2V-1 PR. The fragmenta nost frequently 
occurring in the analogs with the highest predicted inhibition potencies 
(K*i < 10 pM ) were then selected to constitute a highly focused library 
subset containing novel nonsym. cyclic ureas with predicted K*is 1 order of 
magnitude lower than the most potent known cyclic urea inhibitors. AONE 
properties calculated for the most promising analogs suggested that the 
cyclic 

ureas are endowed with a wide range of favorable pharmacokinetic 
properties, which may favor the discovery of a potent orally adminiatrable 
antiviral dcug. 
S65m-»4-2 

RL: PAC (Pharmacological activity) » PKT (Pharmacokinetics); PRP 
(Properties) I THO (Tb«rapMitlo uw)t BIOL (Biological study); 
USES (Uses) 

(Combinatorial design of nonsym. cyclic urea inhibitors of aspartic 
protease of HIV-1) 
RN 865777-94-2 HCAPLUS 

CH 2, 4 (IH, 3H) -QuinazoUnedione, 3- [ [ (4R, 5S, 6S, 7R) -3- { 3- (1 , 3-dioxolan-2- 
yl) propyl) hexahydro-5,6-dihydroKy-4-[ (3-hydroxy-4-oxo-l (4H)- 
py ridi ny 1 )raethyl)-7-t(4 - hyd roxypheny 1 ) me thy 1 ] - 2 - oxo- IH- 1 , 3-diaz epi n- 1 - 
yl]methyl]- (9CI) (CA INDEX NAME) 

Absolute stereocheiaistry. 



IT 




REFERENCE COUNT: 
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2005:673090 
143:166655 

Phosphoinositide 3-kina9e ft- selective inhibitors 

for treating and preventing hypertension and 

hypertension- related disorders 

Watts, Stephanie V.f Northcott, Carrie A. 

Michigan State University, USA 

PCT Int. Appl., 113 pp. 

COOENt PIXXD2 

Patent 

English 
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WO 
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hypertension- related conditions by showing that it is localized to the 
vascular smooth muscle cells, up-regulated in both activity and 
expression, and Pharmacol, responsive to specific inhibitors as evidence 
by changes in spontaneous tone. Thus, compds. that selectively inhibit 
phosphoinositide 3-kinase (PI-3-K) pllOS expression activity can be 
used to treat hypertension and hypertension- related disorders. Inhibitors 
of expression include ribozyaes, antisense oligonucleotides, and siRNA, 
while inhibitoca of activity nay includa aptamera and amall mola. In 
particular, 2- (6-aminopurin-9-ylmcthyl) -5-nethyl-3-o-tolyl-3H-quinazolin-4- 
one (I) is provided as a selective PI-3-K8 inhibitor for the 
treatment of hypertension. 
371243-02-6 

RL: THU (TberapMitie ueo); BIOL (Biological study); USES (Uses) 
(phosphoinositide 3-lcinase S-selective inhibitors for treating 
and preventing hypectenaion and hypertension- related diaordera) 

371243-02-6 HCAPLUS 

4 (3H) -Quinazolinone, 3* (2-ehloro-3-pyrldinyl) -5-mthyl-2- [ (lH-purln-6- 
ylthio) methyl) - (9CX) (CA INDEX NAME) 





AB The present iirvention la baaed oa the discovery that th» B isofom 

of phosphoinositide 3-kinase (PX-3-1C) plays a rola in arterial spontaneous 
tone, and specifically the pllOft subunlt in the nasentecic 
resistance arteries. The data emphasize the ccitical ie^ctance of the 
pllOS subunlt of PI-3-K to the devclopneDt of bypertensloa and 
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PATlirr ASSIGNEE (S) : Chiron Corporation, USA 

SOURCE: PCT Int. ^1., 64 pp. 
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R2 - H» R3 - C0NMe2; R4 - 3- (tert-butoxycarbonylamino) pcopyli R5 - H» R7 - 
CI/ R6 - R8 - R9 - H], e.g., pcepd, fron 2-aiaino-4-chIoroben2oic acid in 4 
steps, followed by treatment vith trif luoroacetic acid afforded compd. I 
[X - O; Rl - benzyl; R2 - H; R3 - C0NMe2; R4 - 3-aininopropyl; R5 - 
4~aethylbenzoyli R7 - CI; R6 > R8 - R9 <- H) . Compds. I ace claimed useful 
as KSP (kinesin spindle protein) inhibitors for the treatment of cancer. 

IT eS3303-lt-4P 

RL: PAC (Pharaacological activity) f SPN (Synthetic preparation); TKO 
(Therapoutle uas) : BIOL (Biological study) i PREP (Preparation) i USES 
(Uses) 

(preparation of quinazolinone compds. as KSP inhibitors for treatment of 
cancer) 
RN 853303-11-4 HCAPLUS 

CN 2-Quinazolineacetamide, a-[ (3-arainopropyl) (4-methylbenzoyl) amino) -7- 

chloro-3,4-dihydro-N,N-dimethyl-4-oxo-3-(4-pyridinylmethyl)- (9CI) (CA 
INDEX NAME) 



C-NMe2 




REFERENCE COUNT: 3 THERE ARE 3 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 




AB Title conqxls. I [X - O, 5i Rl - R, (un) substituted alkyl, (un) substituted 
allcenyl, etc.; R2 - H, (un) substituted alkyl, (un) substituted alkenyl, 
etc.; R3 - CO2R10, CORIO, C0NRim2, etc.; RIO, Rll, R12 - H, 
(un) substituted alkyl, (un) substituted alkenyl, etc.; R4 > H, 
(un) substituted alkyl, (un) substituted alkenyl, etc.; R5 - H, 
(un) substituted alkyl, (un) substituted alkoxy, etc.; R6, R7, R8, R9 - H, 
halo, hydroxy, etc.] and their pharmaceutlcally acceptable salts %r«ra 
prepared For cxaB^le, 4-aMithylbenzoylation of compound I [X - Of Rl - 

benzyli 
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bi oa ccumu la ti o n 

INVENTOR(S): Boyce, Rustuo S.t Speake, Jason D.; Phillips, James 

PATENT ASSIGNEE (S) : Chiron Corporation, USAf Glaxosodthkllne 

SOURCE: PCT Int. Appl., 199 pp. 
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DOCUMENT TYPE: Patent 
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alkynyl, alkylf R2 - H, (substituted) aralkyl, heteroarylalkyl, alkoxy, 
alkylanino, dialkylamino, aryl, heteroaryl, heterocyclyl, cycloalkyl, 
heterocycloalkyl, cycloalkylalkyl, alkenyl, alkynyl, alkyl; R3, R4, R6 > 
H, CI, F, Br, iodo, OH, NH2, cyano, N02, (substituted) alkoxy, alkylf R31 
- H, (substituted) alkyl, aryl, alkenyl, alkynyl, cycloalkyl, heteroaryl, 
heterocyclyl, heterocyclylalkyl, aralkyl, heteroarylalkyl, 
cycloalkylalkyli Z - (substituted) 3-oxopiperazinylf and tautomers], vere 
prepd. Thus, title coiqxl. (II) (prepn. via coupling of 

6-methylpiperazin-2-one %rith the corresponding quinazolinylthiourea deriv. 
in the presence of polyner-supported carbodiinide) showed a plasma half 
life of 1.9 h in mice. 
IT •28689-73-6P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); mo 
(nier«4>Mifcie uset; BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of piperazinylguanidinoquinazolinones as nelanocortin-4 
receptor (MCR-4) agonists with reduced bioaccumulation) 
RN 6286B9-73-6 HCAPLUS 

CN l~Piperazinecarboxiraldaraide, N-{3-[2- (4-f luorophenyl) ethyl] -3, 4-dihydro-4- 
oxo-2- (4-pyridinyl) -7-quinazoUnyl] -3-methyl-N' - [ (IS, 2S, 3S, 5R) -2, 6, 6- 
trimethylbicyclo(3.1.1)hept-3-yl]-, (3S)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RECORD. ALL CITATIONS AVAILABLE IN THE RS FORMAT 



AB Title coiqxb. [It Rl - (substituted) arallcyl, b*teroarylalkyl, aryl, 
heteroaryl, cycloalkyl, haterocycloalltyl, cycloalkylalkyl, alkenyl. 
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2005:480040 HCAPLUS 
143:90225 

Pharmacophore, Drug Natabollsm, and Pharaacoklnetics 
Models on Non-Pcptide ATI, AT2, and AT1/AT2 
Angiotensin II Receptor Antagonists 
Berellini, GiuXianox Cruciani, Gabrielef Hannhold, 
Rainund 

Laboratory for Chemometrics and Cherainformatics, 
Department of Chenistry. University of Perugia, 
Perugia, 1-06123, Italy 

Journal of Medicinal Chendstry (200S), 4B(13), 
4389-4399 

CODEN: JMCHARi ISSN: 0022-2623 
American Chemical Society 
Journal 
English 

About 20 nonpeptide angiotensin II receptor antagonists are in various 
stages of clin. development. Different modeling approaches vere used to 
predict the pharmacophoric requirements for ATI (angiotensin II receptor 
subtype 1} affinity. Hovever, to our knowledge, none vas used to predict 
both the selectivity toward ATI and AT2 (angiotensin II receptor subtype 
2) receptor subtypes. In this paper, partial least squares discriminant 
anal, is applied to derive the chemical features guiding ATI and AT2 
selectivity or mixed AT1/AT2 receptor binding. The method can be used to 
modulate ATI vs. AT2 selectivity. Concerns that unopposed stimulation of 
the AT2 receptor might produce adverse effects initiated a search for new 
balanced antagonists. Moreover, it can serve as a fast filtering 
procedure in database searches. Finally, some relevant pharmacokinetics 
and metabolic properties of the database of 53 coufxls. are calculated using 
the VolSurf and MetaSite software to allow the simultaneous 
characterization of pharmacodynamic and pharmacoklnatics properties of the 
chemical space of angiotensin II receptor antagonists. 

162327-06-2 

RL: PAC (Pharmacological activity)! PKT (Pharmacokinetics)! PRP 
(Properties); TOT (nwcapMitlQ na«)f BIOL (Biological study)! 
USES (Uses) 

(pharmacophore, drug metabolism, and pharmacokinetics models on 
non-peptida 

ATI, AT2, and AT1/AT2 angiotensin II receptor antagonists) 
RN 162327-06-2 HCAPLUS 

CN Benzamide, N-(2-ethyl-3, 4-dihydro-4-oxo-3-[ [2*- (IH-tetrazol-S-yl) (1,1'- 
biphenyl] -4-yll methyl] -6-quinazolinylJ -N- [ (4-hydroxy-3-iodo-2- 
pyridinyl) methyl] -2-mercapto- (9CI) (CA INDEX NAME) 
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TITLE: A Virtual Screening Approach for Thymidine 

Monophosphate Kinase Inhibitors as An ti tubercular 
Agents Based on Docking and Pharmacophore Models 
AUTHOR(S): Gopalakrishnan, B.; Aparna, v.; Jeevan. J.i Ravi, M.r 

Oesiraju, G. R, 

Bioinformaties Division, Advanced Technology Centre, 
TATA Consultancy Services Linited. Hyderabad. 500 081, 

India 
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45(4), 1101-1108 
CODEN: JCISD8I ISSN: 1549-9596 
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Journal 
English 

Docking and pharmacqphore screening tools were used to esanine the binding 
of ligands in the active site of thymidine monophosphate kinase of 
Mycobacterium tuberculosis. Docking anal, of deoxytfaymidine monophosphate 
(dTHP) analogs suggests the role of hydrogen bonding and other weak 
interactions in enzyme selectivity. Water-mediated hydrogen-bond netmrks 
and a halogen-bond interaction seem to stabilize the mol. recognition. A 
pharmacophore model was developed using 20 dTMP analogs. The 
pharmacophoric features were complementary to the active site residues 
involved in the ligand recognition. On the basis of these studies, a 
composite screening model that combines the features from both the docking 
anal, and the pharmacc^hore model was developed. The composite model was 
validated by screening a database spiked with 47 known inhibitors. The 
model picked up 42 of these, giving an enrichment factor of 17. The 
validated model was used to successfully screen an inhouse database of 
about 500,000 eonpds. Subsequent screening with other filters gave 186 
hit mols. 

•5»«Sl-0»<-i, NSC 691813 

RL: PRP (Properties); TOT (Tb«ri9>etttie use); BIOL (Biological 
study); USES (Uses) 

(virtual screening approach for thymidine monophosphate kinase 
inhibitors as an ti tubercular agents based on docking and pharmacophore 
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AB The title corapds. I [R - H, alkyl; Rl - H, alkyl, haloalkyl, etc.i R2 - H, 
halo, allcyl, etc.i L - CH2, CH(Me), CH2CB2, CH2CH(Me), (CH2)3f LI - a 
bond, CH2i 1.2 - a bond, NH, CH2f Arl - (un) sxibstitutad benzene, pyridine, 
pyrinidine* Ac2 - (un) substituted 5-6 neobeced monocyclic oc 9-10 nendoered 
fused-bi cyclic aromatic ring system optionally having from 1-3 heteroatonsi 

t 

- 0 or 1 when L2 - a bond, and t - 1 when L2 - NH oc CH2] which are useful 
for the inhibition of AOP-dependent platelet aggregation, particularly in 
the treatment of thrombosis and thrombosis related conditions or 
disorders, were prepared E.g., a multi-step synthesis of II, starting from 
He 4-tert-butoxycarbonylamino-2-nitrobenzoate and benzyl bromide, was 
given. The compound II showed ICSO of < 10 |iH in the PRP assay. The 
pharmaceutical composition comprising the con^Knind I is disclosed. 
IT B49792-90-1P 

HL: PAC (Pharmacological activity)! SPN (Synthetic preparation); TITO 
(Tberapmitlc use)} BIOL (Biological study)} PREP (Preparation)} USES 
(Uses) 

(preparation of quinazollnylaryl sulfonylureas for treating thrombosis 

and 

throtsbosis related conditions or disorders) 
RN 849792-90-1 HCAPLUS 

CN 2-Thiophenesulfonamide, 5-chloro-N- [ [ l5-[7-( ( (4 -fluorophenyl) methyl] amino] - 
1, 4-dihydro-2, 4~dioxo-3 (2H) -quinazolinyl] -2-pyridinyll amino] carbonyl] - 
(9CI) (OA INDEX NAME) 
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disease, age-related memory loss, learning deficiencies, anxiety and motor 
neuron diseases, maintaining bladder control or treating urinary 
incontinence) and as neuroprotective agents (e.g., to prevent stroke and 
the nice) by modulating potassium channels assocd. with the onset or 
recurrence of the indicated conditions. E.g., a multi-step synthesis of 
II, starting from 2-trif luoromethoxyaniline, was given. The compd. II and 
analogs were subsequently coupled with isocyanates and carboxylic acids to 
provide the conqxls. I such as 1- (2-cyclohexyl-4-oxo-4H-qulnazolin-3-yl) -3- 
(2-fluorobenzyl}urea. The representative con^xls. I were tested for the 
ability to open voltage-gated potassium channels in the NG-108-15 FLIPR 
assay (data given for selected con^xls. I). 
a4802»-91-5P 

RL: PAC (Pharmacological activity)} SPN (Synthetic preparation)} tbd 
(TherapMitle use) > BIOL (Biological study) } PREP (Preparation) i USES 
(Uses) 

(preparation of quinazolines as potassium channel modulators) 
848026-91-5 HCAPLUS 

4-Pyrldineacetamide, N- [4-oxo-2-propyl-7- (trif luoromethoxy) -3 (4H) - 
quinazolinyl]- (9CI) (CA INDEX NAME) 



AB Compds. I [A - (un) substituted 5-6 membered (hetero) aryl, cycloalkyl, 5-8 
raenbered heteroaryl} X - CO, CS, S02} V - H, CR3 (wherein R3 - B, F, 
(un) substituted (hetero)aeyl, etc.)! Z - a bond, CB2, CBF, OLsCB, etc.* T 
- (CR5R6)n (n - 0-4} R5, R6 - H, F, (un) substituted (hetero) aryl, etc.)i 
Rl - (un)5ubsUtuted (hetero) aryl, cycloalJcyl, 5-7 membered heterocyclyl, 
allcyl; R2 - CF3. (un) substituted alkyl. (hetero) aryl, cycloallcyl, 3-7 
membered heterocyclyl], compos, and methods are provided which are useful 
in the treatment of diseases through the modulation of potassium ion flux 
through VDltage^dapeodent potassium chaiuiela. More particularly, the 
invention provides quinazolinones, compns. and methods that are useful in 
the treatment of central or peripheral nervous system disorders (e.g., 
migraine, ataxia, Parkinson's disease, bipolar disorders, trigeminal 
neuralgia, spasticity, mood disorders, brain tumors, psychotic disorders, 
myokynia, seizures, epilepsy, bearing and vision loss, Alzbeiner's 
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uterus fibroma, etc. (no data) . Formulations contg. I as an active 
ingredient were also described. 

IT 84716e-3S-8P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THO 
(Tharapeutie use)} BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drug candidate; preparation of quinazoline-2,4 (IH, 3H)-dione deriva. as 
gonadotropin- releasing homone antagonists) 
RN 847168-35-8 HCAPLUS 

CH 2 -Pyridine car boxamide, 6-(l,4-dihydro-2.4-dioxo-3(2H)-quinazolinyl)-N- 
methyl-N-phenyl- (9CI) (CA INDEX NAME) 




Me— N-C 



Ph O 

REFERENCE C»UNT: 19 THERE ARE 19 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 




The Utle quinazoline-2. 4 (IH, 3H) -dione derivs. I [wherein Rl - H or 
(un) substituted hydrocarbyl: ring A « (un) substituted aromatic i 
ring; ring B - (un) substituted (hetero) cyclyl; V - 0 or Si XI and X2 • 
independently H, (un) substituted hydrocarbyl, or heterocyclyl; or XI and 
X2 together form -O, -S, or (un) substituted -NH; Y - a bond or 
(un) substituted alkylene] , or salts or prodrugs thereof are prepared as 
gonadotropin-releasing hormone antagonists. For example, the compound II 
was prepared in a multi-step synthesis. I inhibited 75.4-99.9% of human 
gonadotropin releasing hormone at the concentration of 10 nM. I are useful 

the treatment of prostatic hyperplasia, hysteroayooa, endometriosis. 



L5 ANSVER 19 OF 100 HCAPLUS COPYRIGHT 2006 ACS On STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



INVENTOR (S) : 
PATENT ASSIGNEB(5): 



DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2005:160815 HCAPLUS 
142:233323 

Methods of inhibiting immune responses stimulated by 
an endogenous factor by administering phosphoinositide 
3-kinase 6 selective inhibitors 

Douangpanya, Jason; Hayflick, Joel S.; Puri, Kamal D. 
USA 

U.S. Pat. Appl. Publ., 27 pp. 



Patent 
English 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



US 2005043239 
PRIORITY APPLN. INFO.: 



20050224 



20040813 
20030814 
20040128 



OTHER SOURCE (S): 



US 2004-918803 
US 2003-49S370P 
US 2004-540090P 

MARPAT 142:233323 

The present invention relates generally to phosphoinositide 3-kinases 
(PI3Ks), and more particularly to methods of inhibiting undesirable immune 
responses trithout inhibiting desired immune responses. In one embodiment, 
the Invention provides methods of inhibiting an endogenous immune response 
stimulated by at least one endogenous factor tiithout substantially 
inhibiting an exogenous immune response stimulated by at least one 
exogenous factor comprising administering an amount of a phosphoinositide 
3-kinase delta (PI 3X5) selective inhibitor effective to inhibit the 
endogenous immune response stimulated by endogenous factor without 
substantially inhibiting the exogenous immune response stimulated by the 
at least one esogenous factor. 

37U43-02-6 

RL: BSU (Biological study, unclassified); PAC (Pharmacological activity); 

TOO (Tberapautio us«)i BIOL (Biological study); USES (Uses) 
(as PI3K5 selective inhibitor; phosphoinositide 3-kinase S 
selective inhibitors for intkibiting immune responses stimulated by 

endogenous factor) 
371243-02-6 HCAPUJS 

4 ( 3H) -Qui nazoU none, 3- (2-chloro-3-pyridinyl) -5-metliyl-2- [ (lB-purin-6- 
ylthio] methyl)- (9CI) (CA INDEX NAME) 
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AB The Invention relates generally to phosphoinositide 3-klnase8 (PI3Xs), and 
more particularly to methods of inhibiting leukocyte accumulation 
comprising selectively inhibiting phosphoinositide 3-kinase delta 
(PI3K5) activity in vascular endothelial cells. The adhesivity 
induced in these cells can result in temporary adhesion between the 
leukocytes and the endothelial cells, typically referred to as leukocyte 
tethering. Leukocyte tethering is generally mediated by Interactions 
between selectin receptors including but not limited to E-seloctin and 
P-selectin on endothelial cells and corresponding ligands present on 
leukocytes. The disclosed methods may be used to treat individuals having 
an inflammatory condition where leukocytes are accumulating at the site of 
insult or inflamed tissue. The disclosed methods may affect inflammatory 
conditions mediated by one or more coa^onents of the PI3X/Akt signal 
transduction pathway of endothelial cells. 

IT 371243-02-6 

RL: PAC (Pharmacological activity); TOT (VlMrap«atlo as*) ; BIOL 
(Biological study); USES (Uses) 

(inhibition of leukocyte accumulation response to inflammatory mediator 
by inhibiting phosphoinositide 3-kinase and signal transduction of 
vascular endothelium to treat inflammatory conditions) 

RN 371243-02-6 HCAPLUS 

CN 4 (3H) -QuinazoUnone, 3- (2-chloro-3-pyrldinyl) -S-mathyl-2-[ (lH-purin-6- 
ylthio) methyl]- (9CI} (CA INDEX NAME) 
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HU. 
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NL, 
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BF. 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


G<2, 


GV, 


ML, 


MR, 


NE, 



SN, TD, TG 

PRIORITY AFPLN. INFO.: US 2003-495370P P 20030814 

US 2004-540090P P 20040128 

OTHER SOURCE(S>: MARPAT 142:254586 

AB The invention relates generally to phosphoinositide 3-kinases (PI3Ks), and 
more particularly to methods of inhibiting undesirable immune responses 
without inhibiting desired immune responses. In one embodiment, the 
invention provides methods for inhibiting an endogenous immune response 
stimulated by at least one endogenous factor without substantially 
Inhibiting an exogenous innune response stimulated by at least one 
CKOgenous factor comprising administering an amount of a phosphoinositide 
3-kinase 5 <PI3K8) selective inhibitor effective to inhibit 
the endogenous immune response stimulated fay endogenous factor without 
substantially inhibiting the Hogenous limmine response stimulated fay the 
at least one exogenous factor. 

IT 371243-02-S 

RL: PAC (Pharmacological activity)* THU (Tbsri^utlc uae); BIOL 
(Biological study); USES (Uses) 

(phosphoinositide 3-kinase inhibitor for inhibiting immune responses 
stimulated by endogenous factor) 

RN 371243-02-6 HCAPLUS 

CN 4 (3H) -Quinazolinone, 3- (2*chloro-3-pyridinyl)-S-methyl-2-[ (lR-purin-6- 
ylthio) methyl]- (9CI) (CA INDEX NAME) 
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AB A variety of small aol., guanidine-containing nols. capable of acting as 
MC4-R 

agoniats such as I-III {Zl - CB4, N: 22 - CR5, Z3 - CR6, Ni Rl - 
(un) substituted arylalkyl, heteroarylalkyl, aryl, heteroaryl, etc.; R2 - 
H, alkyl, aryl, atc.j R3 - H, arylalkyl, aryl, etc. » R4-R6 - H, CI, I, F, 
Br, OH, etc.; V - IV (wherein Rll, R12 - H, (un) substituted alkyl, aryl, 
etc.; at least one of Rll and R12 is (un) substituted heterocyclylalkylt 
R13 - H, (un) substituted aryl, alkyl, etc.; R14 - H, (un) substituted 
alkyl, cycloalkyl, etc.)] are provided. General procedures used in the 
synthesis of compds. I-III are described. E.g., a multi-step synthesis of 
{1S,2S,3S, 5n)-V, was given. The exemplified conpds. I-lII were tested 
against HC4-R and exhibited -logECSO values above about 3. The compds. I 
are useful in treating HC4-R mediated diseases such as obesity and type II 
diabstes. The pharmaceutical composition comprising the cosfwund I is 

disclosed. 

IT <28«8»-73-6r 

RL: PAC (Pharmacological activity) i 5FN (Synthetic preparation) i rmt 
(Ttaaxapoutlo us*) t BIOI. (Biological study) t PREP (Preparation) i USES 
(Uses) 

(preparation of guanldino-substltuted qulnazollnone conpds. as HC4-R 
agonists) 
RH 628689-73-6 HCAPLUS 

CH 1-Piperazinecarboxind.damide, N-[3*[2-(4-fluorophenyl) ethyl] -3,4-dihydro-4- 
oxo-2- (4-pyridinyl) -T-quinazolinyl] -3-methyl-N*-( (15,25, 35. 5R) -2,6, 6- 
trimethylbicyclo[3.1.1]hept-3-yl]-. (3S)- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 
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R3 - TRZ, or R2 and R3, taken together, form (un) substituted S-6 membered 
monocyclic aryl having 0-S heteroatoms selected from N, O, or S, 5-6 
membered (un)satd. monocycUc ring having 0-3 heteroatoms selected from N, 
0, or S (T " a bond, alkylidene wherein up to two methylene units of T are 
optionally replaced by CO, CS, COCO, etc. RZ - halo, N02, CN, etc.); L - 
G2BG3Arl (G2, G3 » absent, alkylidene wherein up to two methylene units 
are qotlonally replaced fay 00, CS, SO, etc.; B > absent, (un) substituted 
aryl, hateroatyl, cycloalleyl, ctc.i Arl - absent, (un) substituted 3-8 
membered (un)satd. monocyclic ring having 0-3 heteroatoms, 8-12 membered 
(un)satd. bicyclic ring having 0-5 heteroatoms)] as modulators of 
ATP-Binding Cassette ("ABC") transporters or fragments thereof, including 
Cystic Fibrosis Transmembrane Regulator ("CFTR"), compns. thereof, and 
methods therewith. E.g., a multi-step synthesis of the qulnazoline II, is 
described. The coofxis. X are useful as modulators of ATP binding cassette 
transporters (the EC50 and relative efficacy for 405 compds. X were 
given) . The present invention also relates to methods of treating ABC 
transporter mediated diseases such as cystic fibrosis using the modulators 
I. 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); TKP 
(Therapeutlo uso); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of quinazolines as modulators of ATP-binding cassette 
transporters) 
81SS91-90-3 HCAPLUS 

Plperazlne, I- [1- (3, 4-dihydro-3-mathyl-4-oxo-2-quinazolinyl) ethyl] -4- [ (6- 
phenoxy-3-pyrldlnyl) sulf onyl] - (9CI) (CA INDEX NAHE) 



REFERENCE COUNT: 



15 THERE ARE 15 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORHAT 



AB The present invention relates to conpds. I [Gl - O, RA, ORA, SRA, NRARB 

(wherein RA, RB - VRV, or NRARB - (un) substituted 3-12 oenbered 
(un) saturated 

monocyclic or bicyclic ring having 0-4 h*t»roataB» Mlectcd from H, O, or 
Sf V • a bond, alkylidene wherein up to two methylcM units of V are 
optionally replaced by CO, CS, COCO, etc.* RV - halo, n>2, CM, ate.)* Rl - 
absent, yry (Y - a bond, alkylidene wherein up to two metfayled* units of Y 
ace optionally replaced by 00, 0, S, etc.* RT • halo, N02. CM, etc.)i R2, 
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Preparation of 2-pyrazolylpyrldine derivatives as 
TGFp receptor inhibitors 

Lee, Ven-cherng; Sun, Lihongj Shan, Tengt Chuaqui, 
Claudio; Cornebise, Narlcj Pontz, Timothy tf.i Carter, 
Marybetht Singh, Jusvinder; Boriack-sjodin* Paula Anni 
Ling, Leona; Petter, Russell C. 
Biogen Idee Ha Inc., USA; et al. 
PCT Int. Appl.. 100 pp. 
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Patent 
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A3 
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CU, cz. 
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ID, IL, IN, 
LV, MA, MD, 
MV, MZ, SO, 
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20051123 
ES, FR, GB, 
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20051014 



VO 2004-US4049 
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GI 



HARP AT 141:225504 
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IS, JP, 
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FI, FR, 
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CA 2004- 
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NO 2005- 
US 2003- 
VO 2004- 
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KP, KR, KZ, LC, 
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etc. I Rl - a bond, alJcylene, alkenylene, etc.; R2 - (hetero) cycloalkyl, 
(hetero)cycloalkenyl, (hetero) aryl, or a bond; R3 •• CO, €02, OCO, etc.; R4 

- H, alkyl, alkenyl, etc.; R5 - H, (un) substituted alJcyl, alkoxy, etc.; R6 

- heterocyclyl or heteroacyl; a - 0-3] or N-oxide» or pharnaceutically 
acceptable salts thereof are prepd. as transforming growth factor (TGF) 
P receptor antagonists for the treatment of nunerous diseases. 
Including fibrotic disorders. For exaaple, the compd. ll was prepd. in a 
five-step synthesis in good yield. Some of conpds. I inhibited TGFP 
type I receptor with IC50 of <0.1 nH. 

74«667-07-2P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation) ; THU 
(Tberapoutla use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drug candidate! preparation of 2-pyrazolylpyridine derivs. as TGFp 
receptor inhibitors) 
746667-07-2 IK:aPUJS 

4 OH) -Quinazolinone, 2, 3-dimethyl-6-[3- (2-pyridinyl) -lH-pyrazol-4-yl] - 
(9CI) (CA INDEX NAME) 





AB The title conpds. I [%rherein Ra - independently alkyl, alkenyl, alkynyl. 
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migraine, ataxia, Parkinson's disease, bipolar disorders, trigeminal 
neuralgia, spasticity, reood disorders, brain tumors, psychotic disorders, 
myokymia, seizures, epilepsy, hearing and vision loss, Alzheimer's 
disease, age-related memory loss, learning deficiencies, anxiety and motor 
neuron diseases) and as neuroprotective agents (e.g., to prevent stroke 
and the like). Thus, 2,4-F(H2N)C6H3C02H was converted to 
2,4-F(H2N)C6H3CONHKHO0CH2Ph and cyclized to I (X - CO, Y - S, Z - CB2, Rl 
- Ph, R2 - H, RaR4 - CBtCBCFiCH] which was alkylated to I [R2 - CHMa21 . 
The latter conqpd. had EC50 for opening voltage-gated potassiun channels in 
NG-108 cells of 0.09 »iM. 
724447-05-6» 

RL: SPN (Synthetic preparation); rtm (Tbvrapmitlc us«>; BIOL 
(Biological study); PREP (Preparation); USES (Uses) 

(Preparation of quinazolinones as potassium channel modulators) 
724447-05-6 HCAPLUS 

Cyelopentanepropanamide, N-(4-o»o-2-[ (3-pyridinylmethyl) thio] -3 (4H) - 
quinazoUnyl]- (901) (CA INDEX NAME) 



0? 



V- II 

N NH- C- CH2- CH2' 



-CH2— (Ql 




AB Quinazolinones I pt - OO, CS, S02.t Z - bond, CEF, CF2, CH:CH, 

(un) substituted NB(aBa)l-3f T - S, S(0), S02» Rl -> (un) substituted aryl, 
heteroaryl. cycloalkyl. hatacocyclyl. alkyl» R2 - CF3. (un) substituted 
alkyl, aryl, heteroaryl. cycIoaUtyU b«t*racyclyl» R3IU •> atoms recpiired 
to complete a S- or 6-BCfltend acyl. bvtsmaryl, cycloalkyl. heterocyclic 
ring] were prepared for use in the treataent of diseases through the 
modulation of potassiuai ion flua through wol t a ge d epe n d e nt potassium 
channels, especially central or peripheral aervous systea disorders (e.g.. 
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ZV, AM, AZ, 






BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, TM, 


AT, 


BE, BG, 


CH, 


CY, 


CZ, 


DE, DK, EE, 






E5, 


FI, 


FR, 


GB, 


GR, 


HU, IE, 


IT, 


LU, MC, 


NL, 


PT, 


RO, 


SE, SI, SK, 






TR, 


BF, 


BJ, 


CF, 


CG, 


CI, CM, 


GA, 


GN, QQ, 


GV, 


ML, 


MR, 


NE, SN, TD, TG 


CA 


2502302 






AA 




20040521 




CA 2003> 


2502302 




20031104 


EP 


1558260 






A2 




20050803 




EP 2003< 


768655 




20031104 




R: 


AT, 


BE, 


CH, 


DB. 


OX, 


ES, FR, 


GB, 


GR, IT, 


LI, 


LU, 


NL, 


SB, KC. PT, 






IE, 


SI, 


LT, 


LV. 


FI, 


RO, HX, 


CY, 


AL, TR, 


BG, 


CZ, 


EE, 


mi, SK 



PRIORITY APPLN. INFO.: 
OTHER SOURCE <S)« 



MARPAT 140:423688 



US 2002- 
tfO 2003- 



423663P 
US3S162 



20021104 
20031104 
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Rl 0 



I 

R4 



The title compda. I [Rl, R2, R3 - H, halo, CN, CTS, OCFS, alkyl, alkoicy, 
etc.i R4 (c^tional) - H, halo, CN, CF3, 0CF3, alkyl, alkoxy, eto X - C 
or Ni R5 - H, alkyl, furyl, thienyl, styryl, pyridyl, (substituted) phenyli 
R6 - H, alkyl, or - (CH2) n-Xl-R7; n- 0-2j XI - O, CO, CHOH, alkyl, or a 
single bond; R7 - an arooatic group optionally substituted with 1-3 
substituents selected from H, halo, CN, CF3, 0CF3, alkyl, alkoxy, etc.] 
were prepared as calciun receptor antagonists for the treatmnt of bone 
diseases. Thus, reaction of 2-phenyl-benzo[d3 [1,3] oxazin-4-on8 (preparation 
given) with phenethylamine gave conpound II. Methods to determine the biol. 
activity of the compound of this invention were demonstrated. 
69l37a-23-lP 

RL: PAC (Pharmacological activity) I SPN (Synthetic preparation)! THU 
(Therapeutic use) i BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of quinazolinone derivs. as calcilytics) 
691378-23-1 HCAPLUS 

4 (3H) -Quinazolinone, 3- (2-phenylethyl) -2- (4-pyridinyl) - (9CI) (CA INDEX 
NAME) 
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ACCESSION NUMBER: 2004:383049 HCAPLUS 

DOCUMENT NUMBER: 140:385522 

TITLE: Structure-function study of quinazolinone-based 

vitronectin receptor (eVpS) antagonists: 
Computer- as sis ted analysis of ligand- receptor 
interactions 

AUTHOR(S): Lawson, Edward C.i Kinney, William A.; Costanzo, 

Michael J.; Hoekstra, William J.; Kauffnan, Jack A.; 
Luci, Diane R.; Santulli, Rosemary; Tounge, Brett A.; 
Yabut, Stephen C; Andrade-Gordon, Patricia; 
Maryanoff, Bruce E. 

Drug Discovery, Johnson and Johnson Pharmaceutical 
Research and Development, Spring House. PA. 
19477-0776, USA 

Letters in Drug Design k Discovery (2004), 1(1), 14-18 
COOQt: LDDQAW; ISSN: 1570-1808 
Bentham Science Publishers Ltd. 

Journal 
English 

CASREACT 140:385522 
Modification of the pendant functionalities on a quinazolinone scaffold 
led to potent antagonist activity for Integrio avp3 with 
selectivity over integrin allb^. Various guanidine almetics, 
linkers, and arylsulfonanides were investigated to optimize the series. A 
mol. model was constructed based on a published a-ray structure and used 
to analyze ligand- receptor interactions. We identified key interactions 
for the qtiinazolinone and arylsulfonaraide groups that may explain the 
changes in potency in the structure-function study. 
IT 6S8032-24-9V 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Tberapeutio use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(synthesis and integrin av^S-antagcmistic activity of 
4-quinazolinone derivs.) 
RN 688032-24-8 HCAPLUS 

CN 2-Quinazolinepropanoic acid, 3, 4-dihydro-3-raBthyl-4-oxo-«- 

t ( ( pe n tame thy Iphenyl) sulfonyl] amino] -6-[ (IE) -3- (2-pyridinylaaino) -1- 
propenyl)-, (aS)- (9CI) (CA INDEX MAHB) 

Absolute stereochemistry. 
Double bond geometry as shown- 



OORPORATE SOURCE: 



SOURCE: 

PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 
OTHER SOURCE (S); 




REFERENCE COUNT: 



THBKE ARB 22 CITED RBFERSICBS AVAILABLE FDR THIS 
RBCBRO. ALL CITATIOnS AVAILABLE III THE RE FORMAT 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATEWr INFORMATION: 



2004:368869 HCAPLUS 
140:391291 

Preparation of qui nazoll nones and analogs as Factor Xa 

inhibitors 

Ran, Veir Hu, Zilun 

Bristol-Myers Squibb Coiq>any, USA 

PCT Int. Appl., 120 pp. 

CODEN: PIXXD2 

Patent 

English 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



WO 


2004037176 




A2 




20040506 




VO 2003- 


US32816 




20031016 


wo 


2004037176 




A3 




20041014 




















V: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


, BB, 


BG, 


BR. 


BY, 


BZ, 


. CA, 


, CH, CN, 






CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


, EC, 


EE, 


EG, 


ES, 


FI, 


GB, 


, GD, GE, 






GH, 


GH, 


BR, 


HU, 


ID, 


IL, 


IN, 


IS, 


, JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


, LC, LX, 






LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MO, 


MG, 


, MK, 


MN, 


MW, 


MX, 


MZ, 


NI, 


. NO, NZ, 






OH, 


PC, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


. SD, 


SE, 


SG, 


SK, 


SL. 


SY, 


, TJ, TM. 






TN, 


TR, 


TT, 


TZ, 


UA, 


UG. 


US, 


UZ, 


. VC, 


VN, 


YU, 


ZA, 


ZM. 


ZV 






RV: 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ. 


SD, 


SL, 


. SZ, 


TZ, 


UG, 


ZM, 


ZV. 


AM, 


, KZ, BY, 






KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


. BG, 


CH, 


CY, 


CZ, 


DE. 


DK, 


. EE, BS, 






FI, 


FR, 


GB, 


GR, 


HU, 


IB, 


IT, 


LU, 


, MC, 


NL, 


PT, 


RO, 


SE, 


SI, 


, SK, TR. 






BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, TG 


US 


2004132732 




Al 




20040708 




US 2003- 


687421 




20031016 


EP 


1553947 






A2 




20050720 




EP 2003- 


809567 




20031016 




R: 


AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, 


, GR, 


IT, 


LI, 


LU, 


NL, 


SE, 


, MC, PT, 






IE, 


51, 


LT, 


LV, 


FI, 


RO, 


MK, 


CY. 


AL, 


TR, 


BG, 


CZ, 


EE, 


HU, 


, SX 


PRIORITY APPLN. 


INFO.: 












US 2002- 


4 20098 P 




P 20021021 






















WO 2003- 


US32816 




tf 20031016 



OTHER SOURCE(S) : 
GI 



MARPAT 140:391291 



H 



Title compds. [I; M - atoms to form a (substituted) 5-6 membered aromatic or 
dihydroarora. (heterocyclic) ring; 1 of P4, M4 - ZAB, the other - GIG; D - 
(substituted) (Ph-, pyridyl-, pyrimidyl-, pyrazinyl- pyridazinyl- fused) 
5-6 membered (heterocyclic) ring, etc.; Gl - null, (substituted) alkylene. 
alkenylene, alkynylene, etc.; Z - bond, (substituted) alkylene, 
alkyleneaminoalkylene, etc.; A, Y - (substituted) carbocyclyl, 
heterocyclyl; B - Y, XY, (alkylene) carbonylani no, etc.; X - (substituted) 
alkylene, imino, CO, etc.; with provisos], were prepared as antithrombotics 
(no data). Thus, biphenyl-4-carboxylic acid was stirred 2 h with (OOC1)2 
and cat. DMF in CH2C12; the residua was added to a mixture of 
2-amino-S-chloro-N- (5-chloropyridin-2-yl)benzamide (preparation given), Et3N 
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and DAMP in CH2C12 at 0* followed by stirring overnight at room 

temp, to give the desired bi pheny lea rboic amide. This vas refluxed with BCl 

in dioxane/THF to give 2"biphenyl-4-yl-6-chloro-3- (5-chlocopyridine-2-yl) - 

3H-€|Ui nazoli n-4 -one . 

6e7«39>ia-5r 

RL; PAC (Pharmacological activity)) SPN (Synthetic preparation)! vtn 
<Thor«pMitlc ua»); BIOL (Biological study); PREP (Preparation)! USES 
(Uses) 

(claimed compound! preparation of qui nazoli nones and analogs as Factor Xa 
inhibitors) 
687639-18-5 HCAPLUS 

< OH) -Qui nazoli none, 3- (5-chloro-2-pyridinyl) -2- (4- (lH-pyrrol-2-yl) phenyl] - 
(9CI) (CA INDEX NAME) 
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HCAPLUS COPyRIGHT 2006 ACS on STN 
2004:211993 HCAPLUS 
140:264510 

4-0»o-quinazoUne agonist Uganda for the liver X 
nuclear receptor and their use in treatment of 
disorders of lipid metabolism 

Kober, Ingoj Albers. Michael! Koegl, Manfred! Blume, 
Beatrix! Deuschle, Ulrich! Kremoser, Glaus 
Phenex Pharmaceuticals A.-G., Germany 
Eur. Pat. Appl., 85 pp. 
CODEN: EFXXOV 
Patent 
English 
: 2 




PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



EP 1398032 

R: AT, BE, 
IS/ 
EP 1407774 

R: AT, BE, 



a 20040317 EP 2003-20417 20030910 
CH. DE, DK, ES, FR, GB, GR, IT, LI, LU, NL, SE, MC, PT. 
SI, LT, LV, FI, RO, MK, CY. AL, TR, BG, CZ, EE, HU, SK 

Al 20040414 EP 2002-20255 20020910 
DB, DK, ES, FR, GB, GR, IT, LI, LU, NL, SE, MC, PT, 
IE, SI, LT, LV, FI, RO, MK, CY, AL, TR, BG, CZ, EE, SK 
PRIORITY APPLN. INFO.: EP 2002-20255 A 20020910 

OTHER SOURCE(S): MARPAT 140:264510 

AB 4 -Oxo-qui nazoli ne ligands foe liver X receptors (LXR receptors, 

LXRa/NRl H3 and LXRbeta/NRlH2) acting as selective agonists of the 
receptor are described. The invention further relates to the treatment of 
diseases and/or conditions through binding of said nuclear receptors and 
selective agonistic effects by said conpds. and the production of 

nedicanents 

using said coapds. In particular the compds. are useful in the treatment 
of hypercholesteremia, obesity or other diseases associated vith elevated 
lipoprotein {U)L) levels. Reporter gene methods of screening for 
effective agonists of the receptor are described. 
IT 67iail-33-» 

RL: nu (Theatapwtle tts*)j BIOL (Biological study) t USES (Uses) 

(as liver X receptor agonisti 4-oxo-quinazoline agonist ligands for 
liver X nuclear receptor and their use in treatment of disorders of 
lipid metabolism) 
RN 671211-33-9 HCAPLUS 

CM 4 (3H) -Qui nazoU none, 8-f luoro-3- (1-methylethyl) -2-[4- (2-pyrldinyl) -1- 
piperarinyl]- (9CI) (CA INDEX NAME) 
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HCAPLUS COPYRIGHT 2006 ACS on STN 
2004:17804 HCAPLUS 
140:94056 

Preparation of [ (quinazolinonyl)benzy]phosphonate 

diesters and their use as acyl-CoA; cholesterol 

acyltransf erase-l (ACAT-1) inhibitors 

Sakai, Yasuhlro! Miyata, Kazuyoshii Tomoyasu, 

Takahiro! Xuroda, Terunori! Inoue, Yasuhidei Hagi, 

Akifuml! Hiki, Shinya! Yoshinaga, Yoshlhiroi Dol. 

Masako! Tsuda, Yoshlhiko 

Ohtsuka Pharmaceutical Co., Ltd., Japan 

Jpn. Kokai Tokkyo Roho, 49 pp. 

CODEN: JKXXAF 

Patent 

Japanese 



PATENT NO. 

JP 2004002214 
PRIORITY APPLN. INFO.: 
OTHER SOURCE (S) : 



KIND DATE 
A2 20040108 
MARPAT 140:94056 



APPLICATION NO. 



JP 2002-131479 
JP 2002-106534 



20020507 
20020409 




P (ORfi) 2 I 



AB The title coiapds. I [R1-R4 - H, halo, lover alkyl, lower alkoxy; R5 - 
(un) substituted Ph, benzodioaolanyl. naphthyl, etc.], useful as 
antiarteriosclerotlc and antlcholastereiBic agents, are prepared Thus, 
condensation of di-Et {4- 0-anino-7-chloro-4 (3H) -q\iinazolinon-2- 
yl) benzyl] phosphonate with p-tolualdehyde gave I (Rl - R2 > R4 ■ B, R3 « 
CI, R5 - 4-C6H4Me), which inhibited 751 ACAT-1 activity. 

IT 642464-38-8P 

RL: PAC (Pharmacological activity)* SPN (Synthetic preparation)! no 
(Therapeutic u*«)i BIOL (Biological study) i PREP (Preparation)* USES 
(Uses) 

(preparation of [ (quinazolinonyl)benzy] phosphonate diestors as 
acyl-CoA: cholesterol acyltransferase-1 Inhibitors for 
antiarteriosclerotlc and anticholesteroBde agents) 

RN 642464-38-8 IKZAPLUS 

CN Phosphonic acid, [ [4- [7-chloro-3,4'>dlhydro-3-([ (l-oiiido-4- 

pyridinyl) methylene] amino] -4-oxo-2'>quinazolinyl}phenyl]BethylI->, diethyl 
ester (9CI) (CA INDEX NAME) 
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CH2- IP OEt 
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HCAPLUS COPYRIGHT 2006 ACS on STN 
2004:17803 HCAPLUS 
140:87712 

Acyl-CoA: cholesterol acyltransferaae-l (ACAT-1) 
inhibitors containing [ (quinazolinonyl)b«nzyl]ph09phon 
ate dieater derivatives 

Sakai, Yasuhiro; Kiyata, Xazuyoshlf Tomoyasu, 

Takahiro; Kuroda, Terunorli Inoue, Yasuhldei Shu, 

Aklfumi; Hiki, Shinya; Yoshinaga, Yoshihlro) Doi, 

Hasako; Tsuda, Yoshihiko 

Ohtsuka Pharmaceutical Co., Ltd., Japan 

Jpn. Kokai Tokkyo Xoho. 19 pp. 

COOEN: JXXXAF 

Patent 

Japanese 

1 



PATENT NO. 

JP 2004002213 
PRIORITY APPLN. INFO. : 
OTHER SOURCE (S): 



KIND DATE 



MARPAT 140:87712 



APPLICATION HO. 



J? 2002-131208 
JP 2002-106526 



20020507 
20020409 



r1 0 




P(0R6)2 I 



AB The title inhibitors, useful as antiarteciosclerotic and ahtl c holes teremic 
agents, contain [ (quinazolinonyl) benzyl] phosphonate diesters I [R1-R4 ■ H, 
halo, lower alkyl; RS - (lower alkoxy-substituted) Ph, pyridylf R6 - lower 
alkyl] as active ingredients are prepared Thus, I (Rl - R2 - R4 - H, R3 - 
CI, R5 - 3-C6H40Me) inhibited 82% ACAT-1 activity. 

IT X7301»-02-er 

RL: PAC (Pharmacological activity)/ SPN (Synthetic preparation)} ran 
(Ttaerapeutic us«>i BIOL (Biological study) t PREP (Preparation)! USES 
(Uses) 

(preparation [ (quinazolinonyl) benzyl] phosphonate diesters as 
acyl-CoA: cholesterol aeyltransferase-l inhibitors) 
RN 173019-02-8 HCAPLUS 

CN Phosphonic acid, [ [4-[7-chloro-3,4-dlhydro-4-oxo-3-[ (2- 

pyridinylmethylene) anino] -2-quinazolinyl] phenyl] methyl] -, diethyl ester 
(9CI) (CA INDEX NAME) 
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DOCUMENT NUMBER: 140:16739 

TITLE: Preparation of ( guanldi no) qui nazoli nones as HC4-R 

agonists for treatnent of obesity and type II diabetes 

INVENTOR(S): Boyce, Rustura S.i Aurrecoechea, Natallai Chu, Daniel* 

Smith, Aaron 

PATENT ASSIGNEE (S): Chiron Corporation, USA 

SOURCE: per Int. Appl., 170 pp. 

CODEN: PIXXD2 
DOCUMENT TYPE: Patent 
LANGUAGE: EngUsh 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 



PATENT NO. 






KIND 


DATS 






APPLICATION NO. 




DATE 


WO 


2003099818 




Al 




20031204 




WO 2003- 


US16442 




20030523 




W: 


AE, 


AG, 


AL, 


AH, 


AT, 


, AU, 


AZ, 


BA, 


BB, BG, 


BR. BY, 


BZ, 


CA, CH, CN. 






CO, 


CR, 


CU, 


CZ, 


OB, 


, DK, 


OH, 


DZ, 


EC, EE, 


ES, FI, 


GB, 


GO, GE, GH, 






Oi, 


HR, 


HU, 


ID, 


IL, 


. IN, 


IS, 


JP. 


KE, KG, 


KP, KR, 


XZ, 


LC, LX, LR, 






LS, 


LT, 


LU, 


LV, 


HA, 


HQ, 


MG, 


MK, 


MN, MV, 


MX, MZ, 


NI. 


NO, NZ. GH. 






PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SO, 


SE, 


SG, SX, 


SL, TJ, 


TM, 


TN, TR, TT. 






TZ, 


UA, 


UG, 


US, 


UZ, 


, vc. 


VN, 


YU, 


ZA, ZM, 


ZW 








RW: 


GH, 


GH, 


KE, 


LS, 


MW, 


, MZ. 


SD, 


SL, 


SZ. TZ, 


UG, ZH, 


ZW, 


AM, AZ, BY. 






KG, 


KZ, 


ND, 


RU, 


TJ, 


. TM. 


AT, 


BE, 


BG, CH, 


CY, CZ, 


DE, 


DK, EE, ES. 






FI, 


FR, 


GB, 


GR, 


HU, 


, IE, 


IT, 


LU, 


MC, NL, 


PT, RO, 


SE, 


SI, SK, TR. 






BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, GW, 


ML, HR, 


NE, 


SN, TD, TG 


CA 


2486966 






AA 




20031204 




CA 2003- 


24B6966 




20030523 


AU 


200324S32S 




Al 




20031212 




AU 2003- 


245325 




20030523 


US 


2004019049 




Al 




20040129 




US 2003- 


444495 




20030523 


EP 


1551834 






Al 




20050713 




EP 2003- 


738964 




20030523 




R: 


AT, 


BE, 


CH, 


DE, 


DK, 


. ES, 


FR, 


GB, 


GR, IT. 


LI, LU, 


NL, 


SB, HC, PT. 






IB, 


SI. 


LT, 


LV, 


FI, 


RO, 


MX, 


CY, 


AL, TR, 


BG, CZ, 


EE, 


HU, SK 


JP 


2005531583 




T2 




20051020 




JP 2004- 


507475 




20030523 


US 


2006030573 




Al 




20060209 




US 2005- 


248040 




20051011 



PRIORITY APPLN. INFO. ; US 2002-382762P P 20020523 

US 2003-441019P P 20030117 

US 2003-444495 A3 20030523 

WO 2003-US16442 W 20030S23 

OTHER SOURCE(S): MARPAT 140:16739 

GI 



• STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Title low nol. weight, guanldlne-containing nols. I, II, and III [wherein 
Zl - 

CR4, Ni Z2 - CR5, Ht Z3 - CR6, Ni Rl - (un) substituted (hetero) arylalkyl. 
(hetero)aryl, heterocyclyl, cycloalkyl (alkyl) , heterocycloalkyl (alkyl) , 
alkenyl, alkynyl, alkyl/ R2 - H or (un) substituted (cyclo) alkyl, alkenyl, 
alkynyl, heteroaryl, heterocyclyl, (hetero) arylalkyl, cycloalkyl alkyl, 
alkylcarbonyl, arylcarbonyl; R3 - H or (un) substituted (hetero) arylalkyl, 
alkoxy, (di) alkylamino, (hetero) aryl, heterocyclyl, (hetero) cycloalkyl, 
cycloalkylalkyl, alkenyl, alkynyl, alkylj R4-R6 - independently H, halo, 
OH, NH2. CN, N02, or (un) substituted alkoxy, (cyclo) alkyl, alkenyl, 
alkynyl, (di)alkylanlno, heterocycylaialno(cacbonyl), 
heteroarylaiBlno(carboiiyl) , aninocarbonyl. (di)alkylaminocarbonyli W> 
(un) substituted guanldlnor and prodrugs, phamaceutically acceptable 
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salts, stereoisomttrs, tautoners, hydrates, hydrides, or solvates thereof] 
were prepd. as melanocortin->4 receptor (HC4-R) agonists. For eKample, 
aoidation of 4,5-difluoroanthraiu.Uc acid with 4-fluorc^henylethylaiiiine in 
the presence of HOBt and diisoprop/lethylaalne in THF provided the 
benzamide (901). The 2-aminobenzamide was cyclized with tri-He 
orthoformate by heating to 120* for 3 h affording 

6, 7-difluoco-3- [2- (4-f luorophenyl) ethyll -3-hydroqiiina30lin-«-one (751) , 
which was converted to the azide (951) by reaction with NaN3 in DMSO. The 
azide was coupled with (lS,2S,3S,5R)-2,6,6-trioethylbicyclol3.1.1)hept-3- 
ylisocyanate in the presence of PHe3 in THF, and the product was reacted 
with (6S,2R)-2,6-diBethylpiperazine to give the guanidine deriv. IV. EC50 
values of one hundred five test compds. were detd. by treating cells 
expressing MC4-R with test compds., lysing the cells, and neasuring 
intercellular cAHP concns. Conpds. listed displayed -log EC50 values 
above about 3. Thus, I, II, III, and their pharmaceutical conpns. are 
useful for the treatment of KC4-R- mediated diseases, such as obesity or 
type II diabetes (no data) . 
IT 528689-73-5P 

RL: PAC (Pharmacological activity)! SPN (Synthetic preparation)! Tiro 
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o«Q-2- (4-pyridinyl) -7-quinazoUnyll -3-methyl-N' - ( (IS, 2S, 35, 5R) -2, 6, 6- 
trinethylbicyclo[3.1.1}hept-3-yl]-, (3S)- (9CI) (CA INDEX NAHE) 

Absolute stereochemistry. 
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AB The present application describes l.l-dlsubstltuted cycloalkyl coaopds. and 
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derivs. thereof (P4-P-M-M4! variables defined below! most of the examples 
contain l,4,5,6-tetrahydro-7H-pyrazolo[3,4-clpyridin-7-one, e.g. the 
trifluoroacetate of I), or pbacipaceutically acceptable salt forms thereof, 
which are useful as inhibltocs of factor Xa for treatment of a 
thromboembolic disorder. Although the methods of prepn. are not claimed, 
.^prx.240 example prepns. are included. A no. of I exhibit Kl's of <10 
MM towards factor Xai also some I are direct acting inhibitors (Ki < 10 
l>M) of the serine protease thrombin as indicated by their ability to 
inhibit the cleavage of small mol. substrates by thrombin in a purified 
system; the specific compds. are not stated. For I: M is a 3-10 mendaered 
carbocycle or a 4-10 membered heterocycle, consisting of: C atoms and 1-3 
heteroatoms •> O, S(0)p, N, and NZ2; ring M is substituted with 0-3 Rla and 
0-2 carbonyl groups, and there are 0-3 ring double bondsj P is fused onto 
ring M and is a 5, 6, or 7 mendbered carbocycle or a 5, 6, or 1 menbered 
heterocycle, consisting oft C atoms and 1-3 heteroatome - O, S(0)p, and Mi 
ring P is substituted with 0-3 Rla and 0-2 carbonyl groups, and there are 
0-3 ring double bonds; alternatively, ring P is absent and P4 is directly 
attached to ring M, provided that when ring P is absent, P4 and M4 are 
attached to the 1,2, 1,3, or 1.4 positions of ring M. One of P4 and M4 Is 
-Z-A-B and the other -Gl-G, provided that P4 and H4 are attached to 
different rings when ring F is present! 6 is consists oC 2 fused rings D 
and E (ring D. including the two atons of Ring E to which it is attached, 
is a 5-6 membered ring consisting of carbon atoms and 0-2 heteroatoeo 
selected from the group consisting of N, O, and S(0)p! E is selected from 
(un) substituted Ph, pyridyl, pyrinidyl, pyrazinyl, and pyridazinyl; 
alternatively, ring D Is absent and ring S is selected from 
(un) substituted Ph, pyridyl, pyrimidyl, pyrazinyl, pyridazinyl, pyrrolyl, 
pyrazolyl. imidazolyl, Isoxazolyl, oxazolyl, triazolyl, thienyl, and 
thiazolyl)! Gl is absent or - (CR3R3a)l-5, etc. A - (un) stibstituted C3-10 
carbocycle and 5->12 membered heterocycle consisting of: C atoms and 1-4 
heteroatoms N, O, and S(0)p} B is Y-R4a or X~Y-R4a. provided that Z and B 
are attached to different atoms on A and A and R4a or X and Mb are 
attached to the same atom on Y! Z - a bond, • (CR3R3e) 1-4-, etc. Addnl. 
details including provisos are given in the claims. 

IT 630385-70-5P 

RL: PAC (Pharmacological activity)} SPN (Synthetic preparation); TBU 
(Tbarapeutio use) ; BIOL (Biological study) ; PREP (Preparation] ; USES 
(Uses) 

(drug candidate; preparation of 1,1-disubstitutBd cycloalkyl derivs. as 
factor Xa inhibitors for treating thromboeabolic disorder) 
RN 630385-70-5 BCAPLUS 

CN 4(3a)-Quinazolinone, 6-chloro-3-(5-ehloro-2-pyridinyl)-2-t4-[l,l-dlnetbyl- 
2- (4-morpholinyl) ethyl] phenyl)- (9CI) (CA INDEX MMCB) 
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AB Compels- useful for treating cellular proliferative diseases and disorders 

by Dodulating the activity of KSP (kinesin-lilce spindle protein), and 
especially 

huinn KSP, ace disclosed (no data) . In particular, cowpda. I are claimed 
[wherein: Rl - H, (un) substituted alkyl, aryl, arallcyl, heteroaryl, or 
heteroaralkyli R2, R2' - H, (un) substituted alkyl, aryl, arallcyl. 
heteroaryl, or heteroarallcyl» or R2H2' - (un) substituted 3- to 7-meinbered 
ringj R5, R6, R7, R8 - H. (un) substituted alJcyl or alko»y. halo, OH, K02, 
cyano, dialkylanino, al)cylsulf onyl, allcylsulf onaraldo, alkylthio, 
carboiryalkyl, carboxamido, aainocarbonyl, (un) substituted aryl, aryloxy, 
heteroaryl, or heteroaryloxy; R9 - H, (un) substituted alkyl, aryl, 
acalkyl, or heteroaryli RIO, RIO', Rll, Rll* - H, (un) substituted alkyl, 
aryl, or aralkylf oc RIO 'Rll* ■* pi bond; including single and mixed 
stareoisoners and pharnaceutieally acceptable salts and/or solvates] . 
ApproH. 60 compds. I are described in examples. Cotapds. I having 
(R) ^configuration at the stereogenic center bearing R2 are preferred for 
reasons of greater potency than the (S) -isomers. For instance, 
2-(l-amino-2-methylpropyl) -3-ben2yl-7-chloro-3H-quinazolin-4-one underwent 
a sequence of N-alkylation at amino with Brai2CH{0He) 2 and K2C03 (59%), 
amidatlon of the resultant secondary amine vith PhCOCl and Et3N (54%), and 
deprotection/cyclocondensation with NH40Ac in refluxing AcOH (23%) to give 
invention compound II. Con^s. I are said to be active against human 
ovarian cancer cells SKOV3 in vitro. Visual inspection revealed that the 
con^xts. caused cell cycle arrest in the prometaphase stage of nltosisf IMA 
was condensed and spindle formation had initiated, but arrested cells 
uniformly displayed monopolar spindles, indicating that there was an 
inhibition of spindle pole body separation 
IT 627891-63-8P 

RL: PAC (Pharmacological activity) « SPN (Synthetic preparation)! rm 
(TtMurapmitte usa); BIOL (Biological study) f PREP (Preparation)* USES 
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(drug candidatei preparation of (imidazolylalkyl)quinazolinone derivs. as 
KSP kinesin inhibitors for the treatment of cellular proliferative 
diseases) 
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CN 4 (3H) -(JuinazoUnone, 7-chloro-2- (l-(2- (2-chloro-6-inethyl-4-pyridinyl) -4, 5- 
dihydro-4, 4-diMthyl-lH-iDidazol-l-yl} -2-»ethylpropyl] -3- (phenylnathyl) - 
(9CI) (CA INDEX HAKE) 
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(prepn. of quinazolinediona derivs. as IMPDH inhibitors for use in 

pharmaceutical compns.) 
553678-03-8 HCAPLUS 
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pyridinyl) -2-thioxo- (9CI) (CA INDEX NAME) 
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AB Quinazolinedionas, such as I {X, T • O, Si R3 > alkyl, heterocyclyl, 

heterocyclylalkyl, aainoalkyl, etc.], ware prepared for therapeutic use as 

IMPDH inhibitors for therapeutic use in the treatment of of cancer. 
Inflammatory disorders, autoimmune disorders, psoriatic disorders and 
viral disorders. Thus, quinazolinedione derivative II was prepared via a 
cyclocondensation reaction of 2-isothiocyaaato-4-Bethoxy-5- (5- 
oxazolyl) benzoic acid He ester with 3-amiaopyridine. The prepared 
qui nazolinedi ones were assayed for inhibition of IMPOK and for inhibition 
of human peripheral blood SKmonuclear cells. 
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(hetero) alkylenei A is (substituted) 3-10 oembered carbocyclyl or 5-12 
membered heterocyclyl; B is a functionalized amino group (vith provisos)] 
or their phariaaceutically- acceptable salts were prepd. for use as 
inhibitors of factor Xa. Thus, lH-pyrazolo(3, 4 -c] pyridine deriv. l.TFA 
was prepd. by reactions of S-afflinobenzamide, 3-hydroxy-l- <4-iodophenyl) -4- 
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heterocyclet P is null or a 5-7 membered carbocycle or heterocycle fused 
to ring Mi one of P4 and H4 is -Z-A-B and the other is -Gl-G, where 6 is 
(un) substituted (fused) (het»ro)aryl or (hetero)cyclyl; Gl is null or 
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B367S9-26-9P 

RL: PAC (Pharmacological activity) i SPN (Synthetic preparation) i mo 
(Tberapeutlo use) > BIOL (Biological study); PREP (Preparation); USES 

(Uses) 

(preparation of glycinamide heterocyclic derivs. as factor Xa inhibitors) 
536759-26-9 HCAPLUS 

Acetamide, N- [4- [6-chloro-3- (5-chloro-2-pyridinyl) -3, 4-dihydro-4-oxo->2- 
quinazoUnyl] phenyl] -2- (cliBethylamlno)-N-me thyl- (9CI) (CA INDEX NAME) 



N-C-CH2-NMe2 




AB Confids. F4-P-H-H4 (H is a 3-10 acBfaared carbocycle or a 4-10 UMlMted 

heterocycle; P is null or a 5-7 maaberad carbocycle or heterocycle fused 

to ring Hi one of P4 and H4 is -Z-A-B and the other is -Gl-G, where G is 
(un) substituted (fused) (hetero)aryl or (hetero)cyclyl; Gl is lUill or 
(un) substituted optionally-functionalized al)t(en) (yn)yli Z is a bond or 
(hetero)alkylenei A is (substituted) 3-10 aeadsered carbocyclyl or 5-12 
membered heterocyclyl; B is a functionalized amino group (with prcmlsos)] 
or their pharmacautlcally-acceptable salts were prepared for us* as 
inhibitors of factor Xa. Thus, lH-pyrazolo[3,4-c]pyridiaa derivative l.TFA 
was prepared by reactions of 3-aminobenzaBide, 3-t^roay-l-(4-iodepheiiyl)-4- 
(trifluoroacetyl)-5,6-dibydro-2(lH)-pyrldioaiie, chloroacetyl diloride, and 
dimethylamine. 
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cancer in mammals. Twelve exanples of I vece found in a kinesin ATPase in 
vitro assay to have IC50 £50 mM. Although the methods of prepn. 
are not claimed, 1 example prepn. of I and characterization data for 
another 10 examples of I are included. For I; NR > 5-12 raembered N-contg. 
heterocycle, which is optionally substituted with 1-6 R5 groups and which 
optionally incorporates 1-2 addnl. heteroatoms - N, 0 and S in the 
heterocyclej a - 0, li b - 0, 1; m - 0-2» n - 0-it Rl - H, Cl-ClO alkyl, 
aryl, C2-C10 alkenyl, C2-C10 alkynyl, C1-C6 pecf luoroalkyl, C3-CB 
cycloalkyl, and heterocyclyl. R2 and R3 - H, (C:0) aObCl-ClO alkyl, 
(C:0)aObaryl, (C:0) aObC2-C10 alkenyl, (C:0) aObC2-C10 alkynyl, C02H, C1-C6 
perf luoroalkyl, (C:0) aObC3-C8 cycloalkyl, (CjO) aObheterocyclyl, S02NR7R8, 
and S02C1-C10 alkyli R4 - (C:0) aObCl-ClO alkyl, (C:0) aObaryl, 
(C:O)aObC2-C10 alkenyl, (C:0) aObC2-C10 alkynyl, C02H, halo, OH, ObCl-C6 
pecf luoroalkyl. (CtO)aNR7n8, CN. (0:0) aCbC3-C8 cycloalkyl. 
(C:0)aObheterocyclyl, S02NR7R8, and S02C1-C10 alkyli RS is (C:O)aObCl-C10 
alkyl. (C:0)aObaryl, C2-C10 alkenyl, C2-C10 alkynyl, (C:0)aOb 
heterocyclyl, C02H. halo, CN, OH. ObCl-C6 pa rf luoroalkyl. Oa(C:0)bNR7R8, 
0X0, CHO, N(0)R7R8, or C{0)a0bC3-C8 cycloalkylf addnl. details are given 
in the claims. 

S22C3«-6«-0F, 3-Benzyl-2-tl-[4-<pyridin-2-yloethyl)piperazin-l- 
yl] propyl] qui nazolin-4 (3H) -one 

RL: FAC (Pharmacological activity)! SPN (Synthetic preparation); THO 
(TlMrapmitlo us*)f BIOL (Biological study) > PREP (Preparation)! USES 
(Uses) 

(preparation of quinazolinone mitotic kinesin inhibitors for treating 
cancer) 
522638-66-0 HCAPLUS 

4(3H)-QuinazoUnone, 3- (phenylraethyl) -2- (1- (4- (2-pyridinylmethyl) -l- 
piperazinyl] propyl]- (9CI) (CA INDEX NAME) 



OX-'- 

Y ^CH2-P 



CH2-Ph 



AB The present invention relates to qui nazoli nones (shown as l! variables 
defined below; e.g. 3'benzyl-2-[l- (4-methylpiperazin-l- 
yl)propyl]qulna^olin-4 (3H) -one) that are useful for treating cellular 
proliferative diseases, for treating disorders associated with KSP kinesin 
activity, and for inhibiting KSP kinesin. The invention also related to 
coapns. which comprise these compds., and methods of using then to treat 
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AB P4PHM4 [M - 3-10 memhered (substituted) (unsatd.) carbocyclyl, 4-10 

aembered heeterocyclyl; P - nuU, 5-7 Bsnbered (substituted) (unsatd.) 
carbocyclyl, heterocyclyl fused to ring m 1 of P4. H4 - ZAB, the oth*c - 
G1G» 6 • (benzo-, pyrido>. pyrialdo-, pycazino-, or pyridazloo-fused) 
(substituted) (unsatd.) 5-6 memberKl (h«t«ro) cyclyl! Gl - nuU, 
(CR3R3a)l-S, etc.! R3, R3a - B, Ha, Et, pr, Pb, PhCH2, etc.! 2 - bond, 
(CR3R3e)l-4, etc. I R3e - H, S02KHR3. S02N(R3)2, C0R3, (substituted) alkyl, 
alkenyl. alkynyl. etc.; A - (subsUtuted) 3-10 MBbmrad cacbocyclyl, S-12 
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aembered heterocyclyl; Z - XNQ; X - null, CO, SO, S02, etc.! NQ - 4-8 
membered mono- or bicyclic (substituted) (unsatd.) ring contg. a CO or S02 
group adjacent to the N atom; with provisos], were prepd. Thus, 
6- (4-iodophenyl) -3-methoxy-l- (4-mothoxyphenyl) -1,4,5, 6-tetrahydro-7H- 
pyrazolo[3, 4-c] pyridin-7-one (prepn. given), fi-valerolactam, K2C03, 
and Cul were refluxed in Me2S0 to give 151 3-methoxy-l- (4-raethoxyphenyl) -6- 
1 4 - ( 2-oxo- 1 -pipe ridiny 1 ) phenyl] - 1 , 4 , S , 6- tet rahyd ro-7H-py cazolo [3,4- 
c]pyridln-7-one. Several titla eonpds. Inhibited Factor Xa with 
IC50£ 10 MM. 

IT 503615-29-OP, 3- (5-Chloropyridin-2-yl) -6-raethoxy-2- (4- (2- 
oxopiperidin-l-yl) phenyl] -3H-quinazolin-4-one 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation)! TWO 
(Th«rap<iutie um») i BIOL (Biological study); PREP (Preparation)! USES 
(Uses) 

(preparation of heteroacyllaetaias as Factor Xa inhibitors) 
RN 503615-29-0 HCAPLUS 

CH 4 (3H) -Quinazolinone, 3- (5-chlQro-2-pyrldinyl) -6-metho]ty-2- [4- (2-oxo-l- 
plperldlnyl) phenyl]- (9CI) (CA INDEX NAME) 




REFERENCE COUNT: 1 THERE ARE 1 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 
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AB A method of disrupting leukocyte function comprises administration of 

Utle eoiapds. (If X - C(Rb)2, CH2CHRb, CH:CRb> Rb - H, alkyl, heteroallcyl, 
aryl, heteroaryl, aralkyl. etc.i T - null, 5, SO, S02, NB, O, CO, O02, 
NRC0CH2SI R, Rl - H, alkyl, aryl, heteroaryl, halo, eto RRl - atoms to 

form a 3-4 membered alkylene, alkenylene chain; R2 - H, (substituted) 
alkyl, cycloalkyl. heterocycloalkyl, alkylenecycloalkyl, alkenyl, 
alkylenearyl. aryl, heteroaryl, etc.; A - (substituted) mono- or blcyclic 
ring system containing 22 N atoms and in vhich 21 ring is 
arotsatic] . Thus, dose -dependent decrease in histamine release from 
basophils 

when stimulated vith anti-IgE was lOOt at 1,000 nM, with an EC50 of about 
25 nM for I (Y - S, R - 5-He, Rl ■> H, R2 - 2-C1C6H4, R3 - Hi S connected 
to 6-position of purine ring; preparation given). 

IT 371243-02-6P, 4 ( 3H) -Quinazolinone, 3- (2-chloro-3-pyrldinyl) -5- 
methyl-2-[ (IH-purin-e-ylthioJmethylJ- 
RL: PAC (Pharmacological activity)! TOD (TbarapMitie us«>f 
THO (Ther^wutlo use) ; BIOL (Biological Study) » PREP 
(Preparation) I USES (Uses) 

(preparation of purinylquinazolinones as Inhibitors of human 
phosphatidyllnosltol 3-kinase delta) 

RN 371243-02-6 HCAPLUS 

CN 4 (3H) -QuinazoUnone, 3- (2-chloro*3-pyrldlnyl) -5-»ethyl-2-l (lH-purin-6- 
ylthio) methyl]- (9CI) (CA INDEX NAME) 
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AB Title compds. I [wharein X - a bond, CX>. CR5R6, CR5:, SO, S02, or N: i Z - 
a bond, N:. o, s. NR17, or CR7: i with the proviso that X and Z are not 
both a bond} L - co-alkylene or ( he tero) alkylene; Q ~ (hetero) alkylene, 
CO. OCO, NR8C0, CH2CO, CH2S0. or CH2S02; or NLQ - heterocyclyl; Rl and R2 
- independently H. (hetero) alkyl, or (hetero) aryl; or CR1R2 •> 
(hetero) cyclyl; or CNR2L - heterocyclyl; R3 - OH. alkoxy, NH2, 
(di)alkylamino, heteroalkyl, heterocyclyl, acylamlnoamidino, guanidino, 
ureido, CN, heteroaryl, carbaiaoyl, or carboxy; R4 - (hetero) alkyl. 
(hetero) aryl, etc.; R5 and R6 - Independently H, (hetero) alkyl, or 
(hetero) aryl; or CR5R6 - a ring; R7 and R8 - independently H, 
(hetero) alkyl. or (hetero) aryl; Yl and Y2 - independently CR12: N:. O, S, 
or NR13; Y3 - N or C. wherein C shares a double bond with either Z or y4; 
Y4 - NR14, CR14:, N:, Nni4CR15R16; R12 - H, halo, OH. NH2, (di ) alkylaraino, 
(hetero) alkyl, or (hetero) aryl, with provisos; R13 - H, (hetero) alkyl, 
(hetero) aryl, etc.; R14 - (hetero) alkyl, (hetero) aryl, etc.; R15 and R16 - 
independently H or (hetero) alkyl; R17 - H, (hetero) alkyl, (hetero) aryl, 
etc.; with provisos] were prepared as cheraokine receptor modulators. In 
particular CXCR3 antagonists. For example, anthranilic acid was acylated 
with propionyl chloride and the amide cyclized using acetic anhydride to 
give 2-ethylbenzo(d] (1.3]oxazlne-4-one. Treatment with 4-fluoroanillne, 
followed by ethylene glycol and NaC3« afforded 2-othyl-3- (4-f luorophenyl) - 
3H-quinazolin-4-one. Bromination and stepwise addition of 

1- amino-2-raethoxyethane and decanoyl chloride produced the decanoic acid 
(quinazolinylethyl) (methOKyethyl) amide II. Approx. one third of the 101 
invention coapds. tested in a CXCR3 lalndlng assay displayed activity vith 
ICSO values of < 1 fiN. I are useful for the treatment of inflammatory 
and Immunoregulatory disorders and diseases, such as multiple sclerosis, 
rheumatoid arthritis, and type I diabetes (no data) . 

IT 473718-66-OP 

RL: PAC (Pharmacological activity); RCT (Reactant) ; THO {Tber«p«utle 
use); TBO (Tbezapautlc uae)j BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(CXCR3 antagonist; preparation of N- (heteroarylalkyl) acylamides as CXCR3 
antagonists for treatment of Inflaaaatory or immune conditions) 
RN 473718-66-0 HCAPLUS 

CN [l,l'-Blphenyl]-4-aeatamide, N-(l-(3,4-dlhydro-4-oxo-3-(4-pyrldlnylmethyl) - 

2- qulnazoUnyl] ethyl] -N-(2*methoxyethyl)- (9CI) (CA INDEX NAME) 
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AB The invention is directed to novel quinazoline and quinazoline-like 

derivs. (shown as I (e.g. 6-( (IB) -3-t (4,5-dihydro-lH-i»idazol-2-yl) aninoj - 
1-propenyl) - (aS) -3, 4 -dihydro-4-oao— ( ( (2, 3, 4, 5, 6- 

pentaoethylphenyl)sulfonyl)affllno]-2-<|uinazolineprapanoic acid (shown as 
ID) I and pharmaceutically acceptable racenates, enantioaccs, 
diastereoaers and salts thereof), their usefulness as Integrln antagonists 
and methods for the treatment of integrin-raediated disorders. In I, A ia 
carbonyl. amino, carbanoyl, acetaaido, acetimido, anldino, 
indnoDethylaodno, ureido, blureto, biurea, thioureido, guanldino, 
biguanido, biguanldino, araidrazone, hydrazo, carbazoyl, senlcarbazido, 
cycloalkylene, heterocyclene, acylene and heteroarylene. (B) is 
optionally present and is NH, O and C(0)i H is C1-C6 alkylene, C2-6 
alkenylenc, C2-C6 alkynylena aod aryl«n*. 113 is 1-2 substltuents 
independently B, C1-C8 alliyl, cycloallcyl, hetcrocyclo, acyl, 
aryl(Cl-C8)allcyl, heteroaryl. heteroaryl(Cl-C8) alkyl, amino, C1-C8 
ailcylamtno, di (C1-C8) alkylaalno, imino, iminooethyl, amidino, C1-C8 
alley lamidi no, di (C1-C8) alley laoidioo, cycloalkylacddino, halogen and 
hydroxy. (L) is optionally present and is NH, O, S and C(0)r T is two 
substituents joined to the ring by single-boods and one substituent joined 
to the ring by a double-bond. X is N, NH, O and Si Rl is optionally 
present and is H, C1-C8 alkyl, cycloalkyl, cycloallcyl (C1-C6) alkyl, aryl, 
aryl(Cl-c6)allcyl, heteroaryl, heteroaryl (CI-C6) alkyl, arylamino and 
heteroarylaainoj B is C1-C4 alkyl substituted with B and V*f F is C1-C4 
alkyl substituted with U and U'. V, V, U and U' are independently 
C1-C9 alkyl, C2-C8 alkenyl, C2-C8 alkynyl, cycloalkyl, 
cycloalkyl (CI -C4) alkyl, haterocyclo, beterocyclo(Cl-C4) alkyl, aryl, 
aryl (C1-C4) alkyl, biaryl, heteroaryl, heteroaryl (CI -C4) alkyl, 
-N{(R4),T(R5)] and halogen. R4 ia B aod Cl-CS alkyl> T is acylene, 
carbonyl, carboMy. sulfoayl and -C(0)NB-. RS la B, C1-C8 alkyl, C2>C8 
alkenyl, cycloalkyl, beterocydo, acyl, aryl (C1-C4) alkyl, 
aryl<C2-C4) alkenyl, biacyl, falacyl(Cl-C4) alkyl, hetenacyl, 
heteroaryl (C1-C4) alkyl and amino. R6 la B, C1-C8 alkyl and 
(Ca2)l-BaM(R7)2i and, B7 is B, C1-C8 alkyl and cycloalkyl. Altbough the 
mthods of preparation are not claiaed, 18 anapla prepna. arm ladudad and 
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specific con^xls. are claimed. I block vitronectin by binding to isolated 
<wp3 (demonstrating IC50 values of from .appm.l to .appm.SOO 
nM) and inhibit fibrinogen by binding to isolated GPIIb/IIIa as well. I 
inhibit integcin-roediated cell-cell or cell-matrix adhesion and, 
therefore, may be useful in treating integrln mediated disorders 
including, but not limited to, restenosis, thrombosis, inflammation, 
atherosclerosis, arthritis, angiogenesis, osteoporosis, bone resorption, 
tumor cell metastasis, tumor growth, macular degeneration, diabetic 
retinopathy, and diseases of the lung/airway. 

IT 470443-55-iP, (pH) -3. 4-Dihydro-p- (3-Bethoiiyphenyl) -3- 

methyl-4-oxo-6-( (IE) -3- (2-pyridinylamino) -1-propenyl] -2- 
quinazolinepropanoic acid 

RL: PAC (Pharmacological activity) ; RCT (Reactant) i VBO (Tberapmitio 
usa)) mo (Tborapautie ttse)i BIOL (Biological study)* PREP 
(Preparation) f RACT (Reactant or reagent) f USES (Uses) 

(preparation of qulnazolinepropanoic acids and related compds. for 
treatment 

of integrin-mediated disorders) 
RN 470443-55-1 HCAPLUS 

CN 2-Quinazolinepropanoic acid, 3,4-dihydro-p- (3-methoxyphenyl) -3-raethyl- 
4-olto-6-[ (lB)-3-(2-pyridinylanino)-l-prapenyl]-, (PR)- (9CI) (CA 
INDEX NAHE) 

Absolute stereochemistry. 
Double bond geometry as shown. 
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J,Xl,N,^W 



(R2)„— Y^x^^''-r3 




Title conqfxls. I (Rl - H, amino, alkyl, alkenyl, allcynyl, alkylamino, aryi, 
heterocycle, etc.; W - 0, S, -N-R'; R' - alkyl, OH, CN; Xl-3 - N, C-R6; R6 
- H, alkyl, amino, alkylaraino, etc.; Y - 0, S, NH, N-alkyl; Z - O, S, NR7» 
R7 » H, alkyl. aryl, aryl, heteroaryl, etc.; n - 1-8; Zl - alkyl; A - 
(non) aromatic, 5- or 6-membered monocycle comprising from 0 to 4 heteroatoms 
selected from N, O, S, etc.; in - 0-7; R2 - alkyl, halo, CN, N02, SCF3, 
CF3, 0CF3, etc.; R3 - H, alkyl, alkenyl, alkynyl. etc.] were prepared Over 
200 synthetic examples were provided. For instance, di-Me 
4-amlnoisophthalate vas reacted with benzylisocyanate and heated to 
95-100* overnight to give Me 3-benzyl-2,4-dloxo-l,2,3,4- 
tetrahydroquinazollne-6-cart»xylate which was saponified (dioxaneaq, Li OH, 
reflux) to give the carboxylic acid. This intermediate vas coupled with 
benzylamlne to afford II. Selected examples of I had ICSO - 2.25 - 0.001 
MM for MMP13 and IC50 > 100 jiH for MMPl, MMP2, MMP3, MMP7, MHP9, 
HMP12 and HMP14; II had ICSO - 0.193 mM for HMP13. Conpds. I are 
useful for the treatment of osteoarthritis and rheumatoid arthritis. 
44S20S>02-0p, 3-Benzyl-2, 4-dioxo-l, 2. 3, 4-tatrahydroqulna^oUne-6- 
carboxylic acid (4-pyrldylmethyl) amide 

RL: PAC (Pharnacological activity) ; RCT (Reactant) ; TRO (Ttaerap«utte 
use); Tiro (Tberapoutic us«)i BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(MMP13 inhibitor; preparation of quinazolines as specific inhibitors of 

type-13 matrix metalloprotease) 
449208-02-0 HCAPLUS 

6-Quinazolinecarboxamide, 1,2,3, 4-tetrahydro-2,4-dioxo-3- (phenylmethyl) -N- 
(4-pyridinylBethyl)- (9CI) (CA INDEX NAME) 
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AB Title compds., I [Rl and R2 together nay fom a substituted aromatic ring or 
a heterocyclic ring* or R2 and R3 together may form substituted 
heterocyclei or Rl, R3, or R4 - alkyl, arylalkyl, etc.; X - C, S» Y - 0, N 
with provision when Y - N it forms a 5-raembered heterocycle with R3) and 
II [R5, R6 - arylallcylamine, heterocyclylal)co>ry, etc.; R7 - H, MeO, N02, 
etc.]' are prepared and disclosed as Datrix metalloproteinase (MHF) 
inhibitors. Thus, III was prepared in five steps via cyclocondensation of 
diethylmalonate and benzylurea with subsequent chlorination, substitution 
with hydrosulfide hydrate to form an in situ intermediate that was reacted 
with brorooacetaldehyde dimethylacetal, followed by acid catalyzed 
cyclization and substitution with benzylchlorof orraate. Ill was 
demonstrated to inhibit MMP13 with an IC50 value (in txH) of 0.0230. I 
and II bind allosterically to the catalytic domain of MMP-13 and comprise 
a hydrophobic group, first and second hydrogen bond acceptors and at least 
one, and preferably both, of a third hydrogen bond acceptor and a second 
hydrophobic group. Cartesian coordinates for centroids of the above 
features ace defined in the specification. Vhen the llgand binds to 
MMP-13, the first, second and third (when present) hydrogen bond acceptors 
bond resp. with Thr245. Thr247 and Met 253, the first hydrophobic group 
locates within the SI* channel of HMP>13 and the second hydrophobic group 
(when present) is relatively open to solvent. The compds. specifically 
inhibit the natrix metalloproteinase- 13 enzyme and thus are useful for 
treating diseases resulting from tissue breakdown, such as heart disease, 
multiple sclerosis, arthritis, atherosclerosis, and osteoporosis. 

IT 449208-02-OP 

RL: PAC (Pharmacological activity); RCT (Reactant) ; THU (Ttierapeutic 
uee); THU (Therepoutic use); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(target compound; preparation and pharmaceutical activity of substituted 
isophthallc acid derivs., multlcyclic pyrimidinediones and analogs 
thereof as matrix metalloproteinase inhibitors) 
RN 449208-02-0 HCAPLUS 

CN 6-Quinazolinecarbojiamida, 1, 2, 3, 4-tetrahydro-2, 4-dioxo-3- (phanylmethyl) -M- 
(4-pyridinylBethyl) - (9CI) (CA INDEX NAME) 
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AB DtfN(E)C(:Y)NHS02A. DWC(: Y)NHS02A, OWN (E) C ( : Y) NHCH2A, OWN (E) C (SZ) sNS02A, 

etc. J [A - (substituted) aryl, heteroaryl, alkylaryl, alkylheteroaryl; W - 
(substituted) aryl, heteroaryl; D - NR1C0R2, ORl, specified heteroaryl; E 
- H, alkyl, polyhaloalkyl, cycloalkyl, alkylaryl, (substituted) aryl, 
heteroaryl; Z - alkyl; Rl - H, alkyl, polyhaloalkyl, cycloalkyl, 
alkylaryl, alkylcarbonyl, (substituted) arylcarbonyl, aryl, heteroaryl, 
heteroarylcarbonylt R2 - (substituted) aryl, heteroaryl; R1R2 - bond, 
atoms to form a Cl-8 chain], were prepared as inhibitors of ADP-nwdiated 
platelet aggregation (no data). Thus, N-(4-amino-2-methylphenyl)-4- 
chlorophthalimide di-Me N-cyanodithioiminocarbonate were stirred In 
pyridine at 115* for 8 h to give a residue. The residue was heated 
with DBU. OHAP, and 5~chlorothiophene-2-sulf onamide in pyridine at 
US' for 23 h to give 5-chloro-2- t4-( ( [ [ (S-chlorothiophen-2- 
yl) sulf onyl] amino] (cyanoimino) methyl] amino] -2- 
methylphenyl] benzoic] azolidine-1, 3-dione. 
IT 43n08-S«-lP 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); mv 
(Tlwrapeutlc use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(claimed compound; preparation of heteroarylsulfonylureas and related 

as platelet ADP receptor antagonists) 
RN 438208-56-1 HCAPLUS 

CN 2-Thiophenesulf onamide, 5-chloro-N- [ [ [6- [1, 4-dihydro-7- (methylamino) -2,4- 
dioxo-3(2H)-quinazoUnyl]-3-pyridinyl] amino] carbonyl]- (9CI) (CA INDEX 
NAHE) 
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2002:378049 HCAPUfS 
138:122608 

Synthesis of dsrivatiws of 4 <3H) -quinazolinonc with 
biological activities from N-acetylanthranilic acid 
Nguyen. Ngoc Nifth» Truong, The Ky 
Institute of Testing, Ho Chi Ninh City, Vietnam 
Tap Chi Duoc Hoc (2002), (1), 19-22 
CODEN: TCDHDQ; ISSN: 0258-6967 
Bo Y Te Xuat Ban 
Journal 
Vietnamese 
CASREACT 138:122609 
4 (3H) -Quinazolinone derivs. vere synthesized by the condensation of 
N>acetylanthranilic acid vith aromatic amines or heteroaroa. amines, reap. 
The obtained compda. were characterized by their m.p., elemental anal, 
data, and their mass, UV, IH, IH and 13C NMR spectra. The obtained 
derivs. of 4 {3H) -quinazolinone were also biol. screened for hypnotic, 
analgesic, antibacterial and cytotoxic activities. 3- (2-Hydro»y-3- 
pyridinyl) -2-methyl-4 (3H) -quinazolinone at 25 mg/kg showed analgesic 
activity in mice. No conpds. shoved hypnotic, cytotoxic and antibacterial 
activity. 
0S369-51-IP 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation)! TOT 
(Ttaerepttutlc ub*)> BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(synthesis of derivs. of 4 (3H) -quinazolinone vith biol. activities from 
N-acetylanthranilic acid) 
88369-51-1 HCAPLUS 

4 ( 3H) -Qui nazoli none, 3-(l,2-di hyd co- 2- oko- 3 - py ridi nyl ) - 2 -me thyl- { 9CI ) 
(CA INDEX NAME) 
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Preparation of bicyclic pyriraidin-4-one based 
inhibitors of factor Xa 

Zhang, Penglie; Li, Wenhao; Huang, Venrong; Vang, 
Lingyan; Jia, 2haozhong Jon; Scarborough, Robert M.i 
Zhu, Bing-Yan 
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PCT Int. Appl., 59 pp. 
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The title coofxls. [I or II; A - C(:NH)NMe2, C(:NH)NH2, 

1- methylimldazol-2-yl; Q - (un) substituted phenylene, thienylene, 
pyridylenei R2 - B, halo, alkoxy, etc.; n3-R7 - H, F. CI, alkosy, etc.; Y 
- CH, Nf X - 0, Si R - H, halo, alkyl, etc.; n - 1-5] having activity 
against massulian factor Xa, and therefore useful in vitro or in vivo for 
preventing or treating conditions in mammals characterized fay undesired 
thrombosis, were prepared E.g., a 4-step synthesis of III, starting with 

2- amino-5-chloropyridlne and S-chloroisatoic anhydride, was given. 
406937-11-9P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation)! TND 
(Vbaraptttttio us«>; BIOL (Biological study)* PREP (Preparation)* USES 
(Uses) 

(preparation of bicyclic pyrinidin-l-one baaed inhibitors of factor Xa) 

406937-11-9 HCAPLUS 

Benzenecarboximidamide, 4-[6-chIoro-3- (5-chloro-2-pyridi^y^)-3,4-dihydro-4- 
oxo-2-quina^oU^yl] -N,N-dimethyl- (SCI) (CA INDEX NAME) 
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CASREACT 137:163309 



CH2-CH2 



oa: 



Ve have identified a series of quinazolinone analogs vith potent dual 
inhibitory activities against both P glycoprotein (Pgp) and MRPl. Compound 
I exhibits equal potentiation activity in both assays and appears to be 
sUghtly more active than VX-710 in reversal of Pgp and MRPl mediated drug 
resistance. 
44«293-S8-l» 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); no 
(TtMrapmitie tts«); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(quinazolinone analogs with dual inhibitory activities against P 
glycoprotein and MRPl) 
446293-68-1 HCAPLUS 

4 (3U) -Quinazolinone, 2- [ 4- (dimethylamino) phenyl) -3- [2- (4-pyridinyl) ethyl] - 
(9CI) (CA INDEX NAME) 
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AB Title compds. (I, II, and III) [vherein Rl - (halo) net hyl, OMe, or haloi 
R2 - H, (un) substituted pipe cidinylp ropy 1 or pipe razinylp ropy 1, 
(halo)phenylpropyl, or pyridinylpropyli R3 - Me, (halo) styryl, or 
(halo)pheno)cyiaethyl; and pharnaceutically acceptable salts thereof] were 
prepared as neuropeptide Y antagonists. For exainple, a solution of 
4-chlorophenoxyacetyl chloride in toluene was added to a solution of 
2-ajaino-3-iBethoxybenzoic acid and DMAP in pyridine and stirred for 17 h at 
5*C to give a oiKture of 2-(2- (4-chloropheno)fy) acetylamino] -3- 
methoxybenzoic acid and 2- (4-chlorophenoxyinethyl) -8- 
methoxyben^o(dl [1, 3] oxazin-4-one. The mixture was heated to 150*C in 
fornamide for 17 h and cooled to rooo tes^erature to afford 2-(4- 
chlo rophe noxyrae thyl ) - 8 -me thoxy-3H-qui nazolin-4-one. The i nve nti on conpds . 
are useful for the treatraent of obesity and circulatocy disorders (no 
data) . 

IT 
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(prepn. of quinazolinaa and qulnazolioones as neuropaptida Y receptor 
antagonists for traatnant of obesity and circulatory disorders) 
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nrrldillyl) ethyl] -4-plperidinyl)propyl]- (9CI) (CA INDEX HAKE) 
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R1CB2B2'NRR4 (I; B - H, C0R3, S02R3', CH2R3"/ Rl - (un) substituted 
3,4-dihydco-4-oxcxiuinazolin-2-yl; R2,R2' - H, (oiia)alkyl, (hetero)ai:yl, 
etc.; R3 - H, alkyl, alkoxy, (hetero) aryl, eto R3',R4 - H, alkyl. 

(hetero)aryl, etc.; R3" - allcyl, (hetero) aryl, etc.] were prepared Thus, 
2-(H2N)C6H4C02H was amidated by PrCOCl and the cycUzed product 
cyclocondensed with PhCH2KH2 to give, after bromination, quinazolinone II 

(R - Br) which was converted in 2 steps to II (R - N(COC6H4F- 
4)CH2ai2NMe2} . Data for biol. activity of I were given. 
336117-74-9P 

RL: PAC (Pharmacological activity) x SPN (Synthetic preparation); THO 
(TharapMitlc us«)f BIOL (Biological study) > PREP (Preparation)) USES 
(Uses) 

(preparation of N-acylquinazolinonealJcylamines as KSP kinesin inhibitors) 
336117-74-9 HCAPLUS 

4-PyridinecarboKamide, N-[l- [7-chloro-3, 4-dlhydro-4-oxo-3- (phenylnethyl) -2- 
quinazolinyl] propyl] -N- [2- (diBuithylaBino)«thyl]- (9CI) (CA INDEX NAME) 



CT2— CH2-NMB2 

I i?_r j 

-N-C— 
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AB Methods of inhibiting phosphatidylinositol S-kinase delta isoform 
(PI3K&) activity, and methods of treating diseases, such as 
disorders of innnunity and Inflannation, in which PI3KS plays a role 
in leukocyte function are clained. Preferably, the nethods employ activa 
agents that selectively inhibit PI3ICB, while not significantly 
inhibiting activity of other PI3X isofoms. Conqpds. are provided that 
inhibit PI3K8 activity, including compds. that selectively inhibit 
PI3KS activity. The compds. claiised are all quinazolin-4-one 
derivs., including I lY - null, S, NB; R - H, halo, GH, CHE, Me, CF3i Rl - 
H. CHe, halo; RRl together with C-6 and C-7 of quinazoline ring define a 
5- or 6-metid>ered aromatic ring qptionally containing 2 1 0, N or Si R2 » 
Cl>6 alkyl, Ph, halophenyl, alkylphenyl, biphenyl. PhCB2, pyridinyl, 
4-Bethylpiperazinyl, C02Et, oorpholinyl; R3 - iiH2, halo, Cl-3 alkyl, 
S(Cl-3 alkyl), CH. NH(C1>3 alkyl), N(Cl-3 alkyl) 2. NH(Cl-3 
alkylenephenyl) ; q - 1, 2] and pharaaceutically acceptable salts and 
solvates thereof. Methods of using PI3K5 inhibitory coinpds. to 
inhibit cancer cell growth or proliferation are also provided. 
Accordingly, the invention provides laethods of using PI3KS 
inhibitory coitqads. to inhibit PI3KS-mediated processes in vitro and 
in vivo. Thus, in an exanple. dose -dependent decrease in histanine 
release from basophils when stiiaulated with anti-IgB was 100% at 1,000 nH, 
with an ECSO of about 25 nH for I (T - S, R - 5-lle, Rl - H. R2 • 2-C1C6H4, 
R3 - H; S connected to exposition of purine dngj preparation given) . 

IT 371242-82>9» 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation) ; THO (Tbaarapewtle 
tts*); BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation and inhibition of hunan phosphatidylinositol kinase by) 
RN 371242-82-9 HCAPLUS 

CH 4(3H)-Oiinazolinone, 2-[ (lH-purln-6-ylthio)iBethylI-3-(4-pyridinyl) - (9CI) 
(CA INDEX NAME) 
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C.tplbond.C, NHf Ar - (un) substituted aryl or heteroaryl ring) N(R)2 - 
(un) substituted carbocycle, heterocycle, aryl or hetoroaryl ring] capable 
of inhibiting leukotriene activity and histamine activity, and their use 
in treating asthma and allergic conditions such as hay fever, dematltis, 
and urticaria. Thus, II was prepd. in 10 steps fron di-Me 
nit cote cephthalate by sapon.. esteriflcation, sapon., nltro redn., 
cyclocondensatlon, aminolysis, cyclocondensation with chloroacetyl 
chloride, reaction with norastemizole, debenzylation and sapon. I I shows 
an IC50 of <1 uM in binding assay to HI receptor. Inhibition of 
both pathways permits nore effective treatnent of conditions with fewer 
side effects than can be achieved using mast available antihistamines 
alone. 

3<24«9-69-0r 

RL: BAC (Biological activity or effector, except adverse)) BSU (Biological 
study, unclassified)] SPN (Synthetic preparation); THV (Thecepeutlo 
use) I BIOL (Biological study) I PREP (Preparation)! USES (Uses) 

(synthesis and leukotriene and histamine inhibiting activity of 
N-hydroxyqulnazolines for the treatment of asthma and allergy) 
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7-Quinazolinecarboxylic acid, 2-{ [4- (8-chloro-5, 6-dihydro-llH- 
benzo(5,6)cycloheptaIl,2-b]pyridin-ll-yUdene)-l-piperidinylJmethyl]-3,4- 
dihydro-3-hydroxy-4-oxo- (9CI) (CA INDEX NAME) 




AB The present invention relates to synthesis of N-hydroxyquinazolines (I) [X 
* O, Sf Rl - H or physiol. cleavable group} A - null, CH2, CB-CH. 
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Quinazolinones (I) [wherein Rl - H, alkyl, (hetero) aryl, or 

(un) substituted alkyl (hetero) aryli R2 and R2a - independently H or 

(un) substituted (oxa)alkyl, (hetero) aryl, or alkyl (hetero) aryl* Y > 

NR4C0R3, NR4S02R3a, NR4CH2R3b, or NHR4; R3 - H, oxaalkyl, or 

(un) substituted alkyl. (hetero) aryl, alkyl (hetero) aryl, oxaalkylaryl, 

ether, or amino; R3a - H or (un) substituted alkyl, (hetero) aryl, 

alkyl (hetero) aryl. or amino; R3b - (un) substituted alkyl. (hetero) aryl, or 

alkyl (hetero) aryl I R4 - H or (un) substituted alkyl. (hetero) aryl, 

alkyl (hetero) aryl, or alkylene; R5-R8 - independently H, (fluoro) alkyl, 

alkoxy, halo. N02, dialkylamino. alkylsulfonyl, alkylsulfonaraido( alkyl or 

aryl), alkylthio, carboxyalkyl. carboxamido, anlnocarbonyl, or 

(hetero) aryl] were prepared by conventional and solid phase combinatorial 

synthetic methods as KSP kinesin inhibitors for treatment of cellular 

proliferative diseases. For example, II was synthesized in a 6-3tep 

sequence involving (1) amidation of anthranilic acid with butyryl chloride 

(651), (2) cyclization to give 2-propyl-3,l*[4H]benzoxazin-4-one (62%), 

(3) treatment with PhCH2NH2 to give 2-propyl-3-benzylquinazolin-4-one 

(67%), bromination (92%), addition of N,N-dimethylethylenediamine (55%). and 

(6) amidation with p-fluorobenzoyl chloride (65%) . I are useful for 

treating cancer, hyjaerplasia. restenosis, cardiac hypertrophy, immune 

disorders, and inf laimnation (no data). Methods of screening for compds. 

that will bind to a KSP kinesin or are modulators of KSP kinesin activity 

are also disclosed. 

3361 17-74-9 P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); TWO (Tb*rapMitlc 
i»«»); BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of quinazolinone KSP kinesin modulators via conventional and 

solid phase combinatorial synthetic methods) 
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4-Pyridlnecarboxamlde, N- [1- [7-chloro-3, 4-dihydto-4-oso-3- (phenylmethyl) -2- 
quinazolinyl]propyl]-N- [2- (dime thylanino) ethyl)- (9CI) (CA INDEX NAME) 
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AB Quinazolinones, such as L1-X>L2, [LI » heterocyclyl, such as 

quinazolin-2-yl, 3. l-benzoxazin-2-yl, 3, l-benithiazin-2-yl, etc.; L2 - 
ArVi Ar - aryl. heteroacyl, cycloalkyl, etc.) tf - linking group, such as 
alkyl. alky lea tbonyloxy, etc.* X « linking group, such as aminoalkylaraino, 
l,4,10.13-tctraoxa-7.16-diazacyclooctBdecan-7.16-diyl, etc.], vere prepared 
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and formulated for use as local anesthetics. Thus, quinazoUnone I (R * 
4-aorpholinyl) was via a multistep synthetic sequence starting froa 
PhCH20CONHCH2C02H, BorphoUne, 3-Me-4-N02C6H3002H, C1C0CH2C1, 
(R)-MeCH2CH{NH2JC02H, and H (0CH2CH2) 3C1. The prepd. quinazoU nones were 
tested for anesthetic activity by the whole cell variant of the 
patch-clamp method and by the rat sciatic nerve sucrose-gap assay. 
Various pharmaceutical fornilationa for both tc^cal ^plication and 
injection were presented. 
3337M-08-4r 

RL: BAC (Biological activity or effector, except adverse)! BSU (Biological 

study, unclassified) I RCT (Reactant)r THU (TtMrapeufcle 

THU (TtMrapMtfclc UM); BIOL (Biological study) i PREP 

(Preparation); RACT (Reactant or reagent); USES (Uses) 

(preparation and formulation of quiaazolin-2-ones. which modulate 
voltage-gated sodium channels, for therapeutic use as local 
anesthetics) 

333794-08-4 HCAPLUS 

1,4, 10, 13-Tetraoxa-7,16-diazacyclooctadecane-7-acetafflide, 
16- [ [3, 4-dihydro-8-nethyl-4-o«o-3- (2-pyridinyljBethyl) -2- 
quinazolinyl] methyl] -B-ethyl-N-(2-Bethylphenyl)- (9CI) (CA INDEX 
NAME) 




II — CB-C-NH — 
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The title conpds. [I; A - (CR2)n (wherein n - 0-2) j U « CH2, HB, NRSi Rl, 
na - H, alkyl. CI. etc.j or Rl and R2, together with the atom to which 
they are attached, forn 5-6 nenbered carbocyclic or heterocyclic ring» R3 
- H, alkyl, C(0)alkyl> M, R5 - H, alleyl, Cl, etc.; V - CH, cn3. N> W - 
CH2, CO, S02» X - C, N> Y - CH, CRl, CR2, N] and their pharmaceuUcally 
acceptable salts, useful in treating diseases, conditions or disorders of 
the central nervous system, were prepared Thus, treatsent of He 
2-afflino-S-methylbenzoate with triphosgene in the presence of Et3N in 
CH2C12 followed by addition of 
3- (4- (4-chlorophenyl) -3, 6-dihydro-2H-pyridin-l- 

yl] propylamine (preparation given) afforded 791 XI. The esefflplified 

showed more than 50t inhibition at <50 nM in the serotonin reuptake assay 
and binding assays for 5-Ht2A serotonin receptor. 
329789-95-9? 

RL: BAC (Biological activity or effector, except adverse)^ B5U (Biological 
study, unclassified); SPN (Synthetic preparation)! nni (TlMca|>Mitlc 
iu«)t BIOL (Biological study) f PREP (Preparation)* USES (Uses) 

(preparation of t«trahydroquinazoline-2, 4-dione9 for inhibiting serotonin 
reuptake or 5-HT2A serotonin receptor binding) 
329789-95-9 HCAPLUS 

2. 4 (IH, 3H) -^inazolinedione, 3- [3- [4- (3, 5-dichloro-2-pyrldiiiyl) -1- 
piperazlnyl] propyl)- (9CI) (CA INDEX NAHB) 
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and amidation of 4-[N- (dihydroquinazolin-S-ylnathyl) -N-(prop-2- 
ynyl) amino] benzoate tert-Bu esters) 

2B9715-28-2 HCAPLUS 

Benzamide, 4- ( [ (7-chloro-3, 4-dihydro-3-methyl-2-[ (4-methyl-l- 
piperazinyl) methyl] -4-oxo-6-quina2olinyl}methyll -2-propynylamino) -N-(3- 
pyridinylraethyl)- (9C1) (CA INDEX NAME) 

R3'^N^^^>^^r5 " I 
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Xl '^^^ (CH2)b'"^ 



AB The title cooipds. (I) (wherein Rl and Rl* together - :0 and R2 - H, alkyl, 
alkyl-CO-B, alkyl-CO-alkyl-B, alkyl-CD2-alkyl-B, alJcyl-C02-alkeRyl-B, or 
alkyl>CONH-alkyl-B> B - C02H, OH, alkoxy. NH2, (di)alkylamino, or 5- or 
6-membered heterocyclic group* or Rl* and R2 together - a bond and Rl is 
alkylthio, NHR', or NHOOR'j R' - aryl or alkyli R3 - (CH2)pAi p - 1-4* A - 
5- or 6-mcmbered N-containing heterocyclic ring attached via the N or NA'A"! 
A' and A" - independently alkyl groi^* R4 - H, :0, or alkyl and R5 - H, 
alkyl, or halo; or R4 and R5 together with the carbon atoms to which they 
are attached - 5- or 6-neBd3ered carbocyclic ring; XI and X2 ~ 
independently O, S, or NR"; R" H, alkyl, alkenyl, or alkynyl* Y - 
divalent (hetero) aryl; R6 - H, :0, or alkyl* ra - 1-4* R7 - pyridyl, 
pyrimidyl, ( alkyl )inidazolyl, or (alkyl) triazolyl] , and pharmaceutically 
acceptable salts thereof, were prepared for the treatment or prevention of 
cancer. I have a different pattern of activity to known chenotharapeutic 
agents, which cqperate via inhibition of thyndf^late synthase (TS). and are 
thought to act via a new, non-folate dependent locus like that of CB3086S. 
For example, hydrolysis of the 4-rN- (dihydroquinazolin-6-ylmathyl) -N- (prop- 
2-ynyl)aiaino] benzoate tert-Bu ester (multi-step preparation given) with TFA 

in 

CH2C12, followed by amidation with 3- (amd-noraethyl) pyridine in DHF using 
PyBOP* in the presence of diisqpnyylethylamine, gave II (70%) , II 
inhibits TS poorly compared to the known anticancer agent CB3717 (IC50 II 
/ IC50 CB3717 > 2500). However, II (CB300919) was active against the inL2 
and V112:C1 cell Unes, including W1L2 cells inc u bated in the presence of 
folate metabolites, %rith ICSD valuma of 0.49 M, 0.28 nM, and 0.32 iM. 
resp. In a test against V1L2:R865, a CB30865 resistant ceU Une, II 
showed decreased activity with an ICSO of 13.000 oM. In addition. II 
demonstrated antitumor activity against GHl ovariaa and Hr29 colon cancer 
cells in nude mice at doses that were tolerated. 
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RL: AOV (Adverse effect, including tomidty) * BAC (Biological activity or 
effector, except adverse)* BSU (Biological study, unclassified)* «m 
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study)* PREP (Preparation)* USES (Uses) 

(anticancer agent* preparation of anticancer 6-[ [N-(4-carbaBaylphe^yl>-B- 
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CN 2.4 (IH, 3H) -Quinazolinodione, 3-[5- [4-amino-5- (3-bromophenyl)pyrido[2,3- 
d}pyrimidin-7-yl]-2-pyridinyl]- (9CI) (CA INDEX NAME) 
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AB The title conpds. [I> Rl, R2 " H, alkenyl, alkoxyalkyl, alkoxycarbonyl, 

etc.; NR1R2 - 5-7 fflembered ring containing 1-2 addnl. heteroatoos selected 
from O, N and Si R3 - alkenyl, alkyl, alkynyl, etc.i R4 - alkenyl, 
alkoxyalkynyl, alkyl, etc.] which inhibit adenosine kinase and therefore 
are useful in treating cerebral ischenia, epilepsy, nociperception, 
inf lamination and Sepsis, were prepared E.g., a 2-step synthesis of II was 
presented. Biol, data for compds. I were given. 

IT 265104-9S-eP 

RL: BAC (Biological activity or effector, except adverse) j BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therep«utlc 
use); BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of 5,7-disttbstituted-4-aBin^>yridoC2,3-d]pyriBd.dines as 
adenosine kinase inhibitors) 
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AB Title compds. (I; D - heterocyclic group; X - C1-C6 alkanediyl; n - 1. 2; 
p - 0, 1. 2; R - H, halo, alkyl, N02, OH, alkoxy) were prepared as central 
a2-adrenoceptor antagonists. Thus, II was prepared in 47% yield as 
the (B)-2-butenedioate (2:1) by stirring and refluxing overnight a mixture 
of 0.009 mol l,2,3,4-tetrahydrobenzothieno[3,2-c]pyridine, 0.011 mol 
3-(2-chloroethyl)-2-iaethyl-4H-pyrido[l,2-a)pyriinidin-4-one, 0.23 mol 
Na2C03, and a catalytic amount of KI in MeCOCH2CHMc2 . The products had IC50 
values of at least 10-6 H in receptor binding tests with 3H-rauwolscine in 
Chinese hamster ovary cells expressing human <i2A, a2B, 
«2C. 
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RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) i Tint (Tharap«utla 
use); BIOL (Biological study); PREP (Preparation); USES (Uses) 
(benzothieno [3, 2-c] pyridines as «2-antagonist8) 
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2(lH)-yl)butyl]- (9CI) (CA INDEX NAME) 
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Title compels. {!> R - Z2R2; Rl - H or 1-2 of halo, OH, N02, alkyl(oicy); R2 
- pyriraidinonyl, dioxopurinyl, 2-oxo-2H-l-benzopyran-3-yl, C6H4(OPh)-4, 
etc.; Zl - O or S00-2i Z2 - alkylene] vera prepared Thus, I (Rl - H, Zl - 
S) (lit R - H) was condensed with 7- (2-chloroethyl) -1, 3-diaethyl-7H-purine- 
^,6- (1H,3H) -dione to give II [R - l,3>dinethyl-7H-purine-2, 6- (IH, 3H} -dion- 
7-ylethyl] . Data for biol. activity of I were given. 
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2 (IH)-yl) propyl)- (9CI) (CA INDEX NAME) 
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AB Title compds. (I; Rl, R2 - H, alkyl, alkenyl, alkynyl, alkojcyalkyl, 

alkoxy, alkoxycarbonyl, OH, hydroxyalkyl, C02H, carboxyalkyl, halo, N02, 
araino, arainoalkyl; A - CH2, CH2CH2; V - alkylene; R3 - specified fused 
dioxoazinylj , ware prepared Thus, He 3-aminothieno[3, 2-b]pyridine-2- 
carboxylate and Et3N in THF were treated with C0C12 in PhHe; after 2 h, 
(3aR, 9bR) -cls-2- (4-aiBinobutyl) -9-inetho)iy-l, 2, 3, 3a, 4, 9b- 
hexahydroIl]benzopyrano[3,4-c] pyrrole (preparation given) was added 

folloved by 

4 h stirring to give the urea. The latter was refluxed 18 h to give 571 
3-[4- [ (3aR, 9bR) -cls-9-iBethoxy-l, 2, 3, 3a, 4, 9b-hexahydro[l] benzopyrano[3, 4- 
c] pyrrol-2-yl]butyl]pyrido[2' ,3' :4, 5] thleno[3,2-d]pyrimidina- 
2,4 (lH,3H)dione hydrochloride. This antagonized al receptors In dog 
prostate with pA2 - 8.69. 
IT 208993-19-SP 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Tbazapwitle 
u*«>i BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of benzopyran^rrolylalkylpyridothienopyrimidinediones and 

related cos^s. as al adrenergic antagonists) 
RN 208993-19-5 HCAPLUS 

CN 2, 4 (1U,3H) -QuinazoUnadione, 6,7-dlmethoxy-3-{3-n4aR*10bS) -1,4a, 5, 10b- 
t«trahydro-10-iBethO]iy-2H-[l]benzop/rano[3,4-c]pyridin-3 (4H) -yll propyl] -, 
ittonohydrochloride, rel- (9CI) (CA INDEX NAME) 

Relative stereochenistcy. 
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OTHER SOURCB(S): MARPAT 130:218317 

AB The invention relates to a method of treating dyskinesias associated with 
dopamine agonist therapy in a manusal which comprises adiainistering to said 
mammal a compound, as defined herein, which is an antagonist of the AHPA 
receptor. Dopamine agonist therapy, as referred to in the present 
invention, is generally used in the treataant of a central nervous systen 
disorder such as Parkinson's disease. One example co^>ound of the 212 
clained vas (S) -3- (2-chlorophenyl) -2- [2- (5-diethylaninonethyl>2> 
fluorophenyl) vinyl] -6-fluoro-3H-quina2olin-4-one. 
IT l»9«56-00-3 

RL: THO (Therapeutic uae); BIOL (Biological study) i USES (Uses) 

(AKPA antagonists for treatment of dyskinesias associated %d.th dopamine 
agonist therapy) 
RN 199656-00-3 HCAPLUS 

CN 4 (3H)-Quina2olinone, 6-fluoro-3- (2-methyl-3-pyridinyl) -2- (2- (2-nethyl-4- 
thiazolyDethenyl]- (9CI) (CA INDEX NAME) 
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APPLICATION NO. 
FR 1997-3391 
FR 1997-3391 



DATE 
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19970320 
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AB Title conpds. I (Rl, R2 - H, alkyl, cycloalkyl: R3 - H, (un) substituted 
Ph. heterocyclyl: n - 0-3) were prepared for use as serotonin antagonists 
(no data). Thus, 4-(l-piperazinyl)thleno(3, 2-c) pyridine was 
N-tert-butoxycarbonylated, ethosycarbonylated, converted to the aaide, 
deblocked, and treated with 3-FC6B4CBKH2Br to give I [Rl, R2 - H, R3 » 
3-FC6H4, n - 2] . 

IT 2I6911-e5-2F 

RL: SFN (Synthetic preparation); Ttm (Tberapentlc om); BIOL 
(Biological study); PREP (Preparation); USES (Uses) 

(preparation of piperaxinyXthienapyridin*c»rbouBide9 for us* as 

serotonin 

antagonists) 

RH 216511-85-2 HCAPLUS 

CN Thieno[3,2-c]pyridlne-2*carba]iaBld«, «-[4>[2-(l><-^hydro-2,4-dLoso-3(2H) - 
quinazoUnyl) ethyl] -l-piperazinyl]-N-Mitfayl-r dlbydrodiloride (9CX) (CA 
INDEX NAME) 
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optionally substituted with from one to three fluorine atoms, nitco, 
amino, (C1-C6) alkylthio, (C1-C6) alkoxy optionally substituted with froa 
one to three fluorine atoms, hydroxy, etc. i R3, n4 - H, (C1-C6) alkyl 
optionally substituted with from one to three fluorine atoms, halo, cyano, 
hydroxy (C1-C6) allcoxy optionally substituted with from one to three 
fluorine atoms, etc.], AMPA antagonists (no data), are described. E.g., 
treating 3- (2-chlorophenyl) -6-f luoro-2-methyl-3H*quinazolin-4-one with 
diisopropylamine/BuLi, followed by Et picolinate, gave 40% 
3- (2-chlorophenyl) -6-fluoro-2- (2-hydrO)ty-2-pyridin-2-ylvinyl) -3H- 
quinazolin-4-one. 
217921-33-SP 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) t SPN (Synthetic preparation) ; THO (Therapmitlo 
uB«>t BIOL (Biological study) i PREP (PreparaUon) ; USES (Uses) 

(preparation of quinazolinones as AHPA antagonists) 
217821-33-5 HCAPLUS 

Benzonitrile, 2-[2-[6-fluorD-3,4-dihydro-3- (2-methyl-3-pyridinyl) -4-oxo-2- 
quinazoUnyll-l-hydroxyethenyl]* (9CI) (CA INDSC NAME) 
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r2 X 



AB Preparation of quinazolin-4-one derivs. I [A - benzo- or thieno-fused 
aromatic 

ring; B - Ph, pyridyl, thiazolyl, pyrimidyl; X - N, CH> Rl - H, 
(Cl-C6)allcyl optionally substituted with froa one to three fluorine atoms, 
cyano, halo, amino, nitro and (Cl^ce) allcoxy optionally substituted with 
froa one to three fluorine atoosf R2 - halo, eyano, (Cl-C6)alkyl 
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amino, (C1-C6) alkylthio, (CI -C6} alkoxy optionally substituted with froa 
one to three fluorine atoms, hydroxy, etc. i R3, R4 - H, CCl-C6)alkyl 
optionally substituted %rlth from one to three fluorine atoms, halo, cyano, 
hydroxy (CI -C6> allcoxy optionally substituted with from one to three 
fluorine atoms, etc.] and the use of such compds. to treat 
neurodegenerative, psychotropic, and drug and ale. induced central and 
peripheral nervous system disorders (no data), are described. E.g., 
reaction of 3- (2-chloropyridin-3-yl) -6-f luoro-3, 4-dihydroquinBZolln-4-an«- 
2-carbaxaldehyde and anthranilonitrile gave an intermediate imine, which 
was reduced to give 2-( (3- (2-chloropyridin-3-yl) -6-f luoro-4-oxo-3, 4- 
dihydroquinazolin-2-ylmethyl] amino] benzonitrile. 
217962-95-3^ 

RL: BAC (Biological activity or effector, except adverse) i BSU (Biological 
study, unclassified) I PUR (Purification or recovery)! *HV 
(Th T spa u tlc use)} nro (nwraprntlo ua*)f BIOL (Biological 
study) I PREP (Preparation) I USES (Uses) 

(preparation of quinazolinone as AMPA antagonists) 
217962-95-3 HCAPLUS 

Benzonitrile, 2- [ [ [3- (2-chloro-3-pyridinyl) -6-f luoro-3, 4-dihydro-4-oiio-2- 
quinazolinyl] methyl] andno]-, (3R)- (9CI) (CA INDEX NAME) 
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AB Preparation of quinazolin-4-ooe derivs. 1 (A ■ beazo- or thieito-fused 
aroaatic 

ringi B - Ph, pyridyl, pyriaidylf X - R, CHi TZ • CH2NB, W3CB2i Rl - H, 
(Cl-C6)allcyl optionally substituted witb fron one to three fluorine atons, 
cyano. halo, aaino, oltro and {C1-C6) alkoxy optionally substituted with 
froa one to three fluorine atcxasj R2 - halo, cyaxKi, (Cl-C6)alkyl 
optionally substituted with froa one to three fluorine atons, oitco. 
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/ 
CI 



Hypoglycemic agents, their conqans., or insulin-lowering compns. contain Cr 
conplexes I (R1*R3 - H, lower alkyl, OH, benzoyl, lower alkosycarbonyl, 
halo-substituted 3- (lower alkyl) -4 (3H> -qulna20lin-2-yl» Rl - R2 - R3 
* H] and optional carriers. 3-Hydroitypicolinic acid (4.17 g) was 
treated with 2.66 g CrCl3.6H20 in H20 at 80' for 5 h to give 1.67 g 
tran9-I.l/2H20 (Rl - OH, R2 - R3 - H) , which was orally administered to 
dexamethasone- treated rats to show 5t decrease of blood glucose (at 10 
ng/kg dose) and 251 decrease of blood insulin (at 100 ng/kg dose) . 
Formulation examples are given. 
2iM8«-l»-6» 

RL: BAC (Biological activity or effector, except adverse)! BSU (Biological 
study, unclassified) I SPN (Synthetic preparation) > mu (Tliarepmitie 
uee); BIOL (Biological study) t PREP (Preparation)! USES (Uses) 

(preparation of chromium picolinate conplexes as hypoglycemic or 

insulin-lowering agents) 
216688-19-6 HCAPLUS 

Chromium, tris[4- (7-chloro-3, 4-dihydro-3-raethyl-4-oxo-2-quinazolinyl) -2- 
pyridinccarbaxylato-KNl,K02] - (9CI) (CA INDEX NAME) 



L5 ANSVER 66 07 100 HCAPLUS COPYRIGHT 2006 ACS on STN 
ACCESSION NUMBER: 1998:682394 HCAPLUS 

DOCUMENT NUMBER; 129:302654 

TITLE: Preparation of l,2,3,4-tetrahydro-benzofuro[3,2- 

c]pyridinssas central a2 adrenoceptor 
antagonists. 

INVENTOR(S): Xennis, Ludo Edaond Josephinei Love. Christopher John* 

Blschoff , Francois Paul 
PATENT ASSIGNEE(S>: Janssan PharmaceuUca N.V.. Belg. 

SOURCE: PCT Int. Appl., 33 pp. 

COOEN: PIXX02 
DOCUMENT TYPE: Patent 
LANGUAGE: EngUsh 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 



PATENT NO. 






KIND 


DATE 




APPUCATION NO. 




DATE 


WD 


9845297 






Al 




19981015 




«D 1998-EP2136 




19980402 




W: AL, 


AH, 


AT, 


AU, 


AZ 


BA. BB, 


BG 


BR, BY, CA, CH, 


CN, 


CU, CZ, DE, 




OK. 




ES, 


FI. 


GB, 


GE. GH. 


GM 


GV, HU. ID. IL. 


IS, 


JP, KE, KG, 




XF. 


kr! 


xz. 


LC. 


LK, 


LR. LS, 


LT 


LU. LV. MO. M6. 


MX. 


MM, MV, NX. 




NO. 


NZ. 


PL, 


FT, 


RO, 


RU. SO, 


SB 


SG. SI. SK. 5L, 


TJ. 


TM, TR, TT. 




UA. 


UG, 


US. 


UZ. 


VN, 


YU, ZW. 


AM 


AZ, BY. KG. XZ. 


MO. 


RU, TJ, TM 




RW: GH. 


GM, 


KE, 


LS, 


MV 


SO, sz. 


UG 


ZV, AT, BE, CH, 


CY. 


DE, OK. ES, 




FI, 


FR, 


GB, 


GR, 


IE 


IT, LU, 


MC 


ML, PT, SE, BF, 


BJ, 


CF, CG, CT, 




CM, 


GA, 


GN, 


ML, 


KR 


NE, 5N, 


TO 


TG 






CA 


2264598 






AA 




19981015 




CA 1999-2264598 




19980402 


AU 


9874307 






Al 




19981030 




AO 1998-74307 




19980402 


AU 


727599 






B2 




20001214 










BR 


9806263 






A 




20000404 




BR 1998-6263 




19980402 


JP 


2000505115 




T2 




20000425 




JP 1998-S42406 




19980402 


JP 


3287577 






B2 




20020604 










NZ 


334501 






A 




20000623 




NZ 1998-334501 




19980402 


EP 


1019408 






Al 




20000719 




EP 1998-921458 




19980402 


EP 


1019408 






Bl 




20040630 












R: AT, 


BE, 


CH, 


DE, 


OK 


ES. FR. 


GB 


GR. IT. U. LU. 


NL. 


SB. PT, IB. 




SI, 


LT, 


LV, 


FI, 


RO 










TR 


9900644 






T2 




20000921 




TR 1999-9900644 




19980402 


KE 


3691 






Bl 




20020415 




EB 1999-114 




19980402 


CZ 


290008 






B6 




20020515 




CZ 1999-682 




19980402 


CN 


1097053 






B 




20021225 




CN 1998-801286 




19980402 


AP 


1138 






A 




20030117 




AP 1999-1650 




19980402 




W: GH, 


GH. 


KB. 


LS. 


MV, 


SO, SL, 


SZ 


TZ. UG. ZV 






RU 


2198175 






C2 




20030210 




mi 1999-107290 




19980402 


SK 


283621 






B6 




20031007 




SK 1999-287 




19980402 


AT 


270294 






E 




20040715 




AT 1998-921458 




19980402 


ES 


2224391 






T3 




20050301 




ES 1998-921458 




19980402 


ZA 


9802969 






A 




19991007 




ZA 1998-2969 




19980407 


TW 


599315 






B 




20040601 




TW 1999-87105162 




19980407 


MO 


9900859 






A 




19990930 




NO 1999-859 




19990223 


BG 


63848 






Bl 




20030331 




BG 1999-103213 




19990225 


KR 


2000036076 




A 




20000626 




ICR 1999-702086 




19990312 


US 


6156757 






A 




2000UOS 




US 1999-402593 




19991004 



PRIORITY APPLM. INFO.: EP 1997-201045 A 19970408 

BD 1998-EP2136 « 19980402 

OTHER SOURCB(S) : HARFAT 129:302654 

GX 



LS ANSVER 66 OF 100 HCAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




I 



AB Title con^xis. [I» Rl - H, halo, alkyl, N02, OH, alkyloxy; X - Cl-6 

alkanediylj n - 1, 2t D - specified (substituted) mono-, bi-, or tricyclic 
N-heterocyclyl] , were prepared Thus, 3- (2-chloroethyl) -2-methyl-4H- 
pyrido(l,2-aJpyriaidin-4-one was refluxed with 1,2,3,4- 
tetrahydrobenzofuro [3, 2-c] pyridine hydrochloride and KI in 
4-methyl-2-pentanone to give 3-(2-[3,4-dihydrobenzofuro[3,2-clpyrldin- 
2 (IH) -yl] ethyl] -2-Bethyl-4H-pyrido[l. 2-a]pyrimidin-4-one. The latter 
inhibited xylazine-lnduced loss of righting reflex in rats with lowest 
active dose 0.08 mg/kg s.c. 

IT 214549-32-3P 

RL: BAC (Biological activity or effector, except adverse) i BSU (Biological 
study, unclassified) I SPN (Synthetic preparation)! THU (Thttzapeutie 
use)! BIOL (Biological study)! PREP (Preparation)! USES (Uses) 

(preparation of 1,2, 3,4-tetrahydrobenzofuro[3,2-c]pyridines as central 
a2 adrenoceptor antagonists) 
RN 214549-32-3 HCAPLUS 

CN 2.4(lH,3H)-QuinazoUnedione, 3-[4- (^,4-dihydrobenzofuro(3.2-c]pyridin- 
2(lR)-yl)butyl] - (9CI) (CA INDEX NAME) 
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AB Title coD^s. II» A, B, D - N, CHJ n - l-4i R5 - alkyl, halo, CF3, amino, 
aminoalkyl, alkony, hydroxyalkyl, alkoxyallcyl, C02H, etc.; R2 - 
(substituted) Ph. S-6 nenbered heterocyclyli R3 - H, halo, cyano. N02. 
CF3, alkyl, alkoxyf dotted line - optional double bondi with provisos], 
vere prepared Thus, 

6-f luoro-3- {2-raethylpyridin-3-yl) -2- [2- {2-methylthia2ol- 

4-yl) vinyl] ~3H-quinazQlin-4-one was refluxed with amraoniura formate and 
Pd/C in MeOH overnight to give 471 6-f luoro-3- (2-raethylpyridin-3-yl) -2-t2- 
(2-methylthlazol-4-yl) ethyl]quinazolln-4-one. The latter vas 
chromatographed on a Chiralcel AO column follomd by salification with 
MeS03H to give (S)-6-fluoro-3- (2-methylpyridin-3-yl) -2-[2- (2-methylthla2ol- 
4-yl)ethyl]quinazolin-4-onfl mesylate. Tested I showed ICS0<500 nM in a 
screen of AMPA receptor activation-induced 45Ca2+ uptake. 

IT 212710-60-6P 

RL: BAG (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation)/ THU (Tberap«utlc 
use); BIOL (Biological study) r PREP (Preparation)! USES (Uses) 

(preparation of atroplsomers of heteroarylquinazoUnones for treatment of 
neurodegenerative and central nervous system trauma related conditions) 
RM 212710-60-6 HCAPLUS 

CN 4 (3H) -Qulnazolinone, 6-f luoro-2- [2- (2-f luorophenyl) ethenyll -3- (2-methyl-3- 
pyrldinyl)-, (3S)- (9CI) (CA INDEX NAME) 
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AB The present Invention relates to a compound of formula (Ii Rl, R2 - H, 
alkyl. alkenyl. alkynyl. alkoxyalkyl. alkoxy. alkoxyearbonyl, OH, 
hydroxyalkyl, C02H. carboxyalkyl. halo, N02. NH2. amlnoalkyli A - CH2; n - 
1.2; W - C2-10 alkylenet R3 - a bl- or tricyclic heterocyclic ring system) 
and the pharraaceutically acceptable salts thereof. The corapds. are 
a-1 adrenergic antagonists and are useful in the treatment of benign 
prostatic hyperplasia (BPH) , bladder outlet obstruction, neurogenic 
bladder, aiui uterine smooth muscle contraction; also disclosed are 
a-1 antagonist conpns. and a method for antagonizing a-1 
adrenorecaptocs and treating BPH, bladder outlet obstruction, neurogenic 
bladder, and uterine smooth muscle contraction. Thus, a solution of 

phosgene 

in toluene was added to a solution of He 3-aainobenzo[b] thiophene-2- 
carboxylate and Et3N in THF and allowed to react for 2 h followed by 
adding (3aS,9209) -tcans-2- (4-aminobutyl) -9-methoxy-l, 2, 3, 3a- 
hexahydro[ l]benzopyrano[ 3, 4-c] pyrrole and the resulting mixture was allowed 
to react for 4 h to give the title compound (II). In the radioligand 
binding assay using [3H] prazosin, II showed Xi value of 0.03. 0.018, 
0.326. and 0.03 nH for rat lA. bovine la. hamster lb. and Id rat 
a-la adrenoreceptor. resp.. vs. 0.112. 0.195. 0.223. and 0.054 nM. 
resp., for prazosin. 
IT 208993- X9-5» 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); TBO (Therapoutle 
use); BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of benzc^ranopyrrole and benzopyranopyrldlne as alpha-1 
adrenergic antagonists) 
RN 208993-19-5 HCAPLUS 

CN 2, 4 (IH. 3H) -Quinazollnedione. 6. 7-dlnethoiry-3- (3- ( (4aR. lObS) -1 . 4a. 5. 10b- 
tetrahydro-10-Betho)iy-2H-[l]bcnzopyrano[3.4-c]pyrldin-3(4H) -yllpropyl] -. 
Bonohydrochloride, rel- (9CI) (CA INDEX NAMB) 
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AB The invention concerns modified amino adds of general formula I [A - 

bond, CXi 2 - CH2, HRlt Rl - H, alkyl, phenyl-alkyl> X - 0, H,H» n - 1-2; 
n - 0-lf R - (substituted) alkyl; R2 - Ph. (substituted) (hetero) (bi) cycle; 
R3 - H, (substituted) alkyl, Pb, pyridinyl* R4 - H, (substituted) alky 1 1 
R3R4- (hetero) eyelet R5 - H, alkyl, alkoxycarbonyl. PbCB2), 
pharmaceuticals containing these conpds., their use and the method for their 
production, as well as their use for the production and purification of 

antibodies and 

as marked compds. in RIA and ELISA assays and as diagnostic or analytic 
auxiliary agents in neurotransmitter research. Thus, 3, 5-dibrol&o-N2-[4- 
( 1 , 3 -di hyd r o- 2 ( 2H) -oxo- benzinidazol- 1 -yl ) - 1 -pipe ridi nylj ca rbony 1- D- 
tyrosine was reacted with l-(4-pyridiRyl)-plperaxlne, to give II(22«). 
Title compds. shnr human calcitoaiD gene related peptide (OGRF) antagonist 
activity; in In-vitro binding studies with Sk-N-HC-cells, I had IC50 
£10000 nM, and in the same system, had OGRP-antagooist activity at 
doses from 10-11 to 10-6 M. 

IT 

RL: BAC (Biological activity or effector, escvpt adverse); BSU (Biological 
study, unclassified) I SPH (Synthetic preparation)* rm (tbaKapewtlc 
«s*)f BIOL (Biological study)! PREP (Preparation)* USES (Uses) 

(preparation of aaino adds and their use as caldtonio gene- related 

peptide 

antagonists in pharmaceutical coBfpna,) 
RN 204696-30-0 HCAPLUS 

CN 1-Piperidinecarboxamide, N-(l-((4-amino-3,5-dibroaophenyl)Bethyll-2-aiO-2- 
[4- (4-pyridinyl) -1-plperazinylI ethyl] -4- (1.4-dihydro-2, «-dioao-3 (ZH) - 
quinazolinyl)-, (R)- (SCI) (CA INDEX NAME) 
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Rtf: GH, 


KE, 


LS, 






, SZ, UG, 


ZV, 


, AT, BB, CH, DE, 


DX, 


ES, FI, FR, 




GB, 


GR, 


IE, 


it' 


Lu! 


, MC, NL, 


PT. 


, SE, BF, BJ, CF, 


CO, 


CI, CM, GA, 




GN, 


ML, 


MR, 


NE, 


SN, 


, TD, TG 










AU 


9741196 






Al 




19980402 




AU 1997-41196 




19970908 


AU 


721035 






B2 




20000622 










EP 


927192 






Al 




19990707 




EP 1997-938928 




19970908 


EP 


927192 






Bl 




20040512 












R: AT, 


BE, 


CH, 


DE, 


DK, 


, ES, FR, 


GB. 


, GR, IT, LI, LU, 


NL. 


SE, MC, PT. 




IE, 


SI, 


VT, 


LV, 


FI, 


- RO 










BR 


9712023 






A 




19990831 




BR 1997-12023 




19970908 


CN 


1230196 






A 




19990929 




CN 1997-197772 




19970908 


CN 


1129605 






B 




20031203 










JP 


2000505100 




T2 




200004 25 




JP 1998-513227 




19970908 


JP 


3483893 






B2 




20040106 










JP 


2003300959 




A2 




20031021 




JP 2003-21750 




19970908 


AT 


266673 






E 




20040515 




AT 1997-938928 




19970908 


EP 


1440976 






Al 




20040728 




EP 2004-3959 




19970908 




R: AT, 


BE, 


CH, 


OE, 


DK, 


, E5, FR, 


GB, 


, GR, IT, LI, LU, 


NL, 


SE, NC, PT, 




IB, 


SI, 


LT, 


LV, 


ri, 


, RO 










PT 


927192 






T 




20040930 




PT 1997-938928 




19970908 


EE 


4375 






Bl 




20041015 




EE 1999-115 




19970908 


ES 


2221691 






T3 




20050101 




ES 1997-938928 




19970908 


ZA 


9708083 






A 




19991217 




ZA 1997-8083 




19970909 


HR 


970481 






Bl 




20031031 




HR 1997-970481 




19970909 


Ttf 


477792 






B 




20020301 




TW 1997-86113120 




19970910 


Ttf 


498076 






B 




20020811 




TV 2000-89125839 




19970910 


NO 
BG 


9901130 
64214 






A 
Bl 




19990505 
20040531 




NO 1999-1130 
BG 1999-103250 




19990309 
19990315 


US 


6344449 






Bl 




20020205 




US 1999-2S4281 




19991012 


HK 


1021192 






Al 




20040430 




ax 1999-105722 




19991208 
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DE 1996-19636623 A 19960910 

DE 1997-19720011 A 19970514 

EP 1997-938928 A3 19970908 

JP 1998-513227 A3 19970908 

VO 1997-EP4862 W 19970908 

MARPAT 128:230701 




AB Title conpds. Ra)ZCRlR2C(:X)ANR3R4 [ (I) i R - (substituted) alkylf Rl - H, 
allcyl, PhCH2f R2 - (CO)Bi(CH2)nR5» m - 0, li n - 1, 2i R5 - Ph, 
heterocycle; X - O, (H.H); Z - CH2, NR6» R6 - H, alkyl. phenyl-alkyli A - 
bond, proline; R3 - H. substituted alJcyl, Ph, pyridinyl; R4 - H, 
substituted alkyl; NR3R4 - (substituted) heterocycle] , useful as 
calcitonin gene-related peptide (CGRP) antagonists, vera prepared Thus, 
3, 5-dlbroiiio-N2- (4- (1, 3-dihydro-2 (2H) -OKO-benzimidazol-l-yl) -1- 
pipecidinyl]carbonyl-D- tyrosine was reacted with 1- (4 -pyridinyl) - 
piperazine, to give II (221). In in-vitco binding studies with huraan 
CGRP- receptors, I had IC50 £10000 nM; in CGRP-antagonist in vitro 
tests, I was effective at doses from 10-11 to 10-5 M. 

IT 204896-30-OP 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) t SPN (Synthetic preparation) t TBO (Tberapflutlo 
u««); BIOL (Biological study) » PREP (Preparation); USES (Uses) 

(preparation of amino acids and their use as calcitonin gene- related 

peptide 

antagonists in pharmaceutical coopns.) 
RN 204696-30-0 HCAPLUS 

CN 1-Piperidinecarboxamide, N-[l-[ (4 -araino-3,5-dibrofflOphenyl) methyl] -2-oxo-2- 
[4- (4-pyridinyl) -l-pip«raiinyl] ethyl] -4- (1, 4-dihydro-2, 4-dioBo-3 (2H) - 
quinazoUnyl) -, (R)- (9CI) (CA INDEX NAME) 

Absolute stereochenistry. 
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ACCESSION NUMBER: 1997:752948 HCAPLUS 

DOCUMENT NUMBER: 128:34774 

TITLE: Preparation of 2, 3-disub9tituted-4 (3H) -quinazolinones 

as AMPA receptor antagonists. 
INVENT0R(5): Elliott, Mark Leonard; Welch, Willard Mckowan, Jr. 

PATENT ASSIGNEE(S): Pfizer Inc., USA; Elliott, Mark Leonard; Welch, 

Willard Mckowan, Jr. 
SOURCE: PCT Int. Appl., 77 |:^. 

COOEN: PIXXD2 
DOCUMENT TYPE: Patent 
LANGUAGE: . EngUsh 

FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 



PATENT NO. KIND DATE APPLICATION NO. DATE 



WO 


9743276 






Al 




19971120 




WO 


1997-IB134 




19970217 




tf: AL, 


AM, 


AT, 


AU, 


AZ, 


, BA, BB, 


BG, BR, BY, CA, CH, 


CN, 


CU, CZ. DE, 




DK, 


EE, 


ES, 


FI, 


GB, GE, HU, 


IL, 


, IS, JP, KE, KG, 


KP, 


KR, KZ. LC, 




LX, 


LR, 


LS, 


LT, 


LU, 


, LV, MD, 


MG, 


, MK, KN, MW, MX, 


NO, 


NZ. PL. PT, 




RO, 


RU, 


5D, 


SE, 


SG, 


, SI, SK, 


TJ, 


, TM, TR, TT, UA, 


UG, 


US, UZ. VN, 




YU, 


AM, 


AZ, 


BY, 


KG, 


, KZ, MD, 


RU, 


, TJ, TM 








RV: KE, 


LS, 


MW, 


SD, 


SZ. 


r UG, AT, 


BB, 


. a 


I, OE, DK, ES, 


FI, 


FR, GB, GR, 




IE, 


IT, 


LU, 


MC, 


NL. 


, PT, SE, 


BF, 


, BJ, CF, CG, CI, 


CM, 


GA, GN, ML, 




HR, 


NE, 


SN, 


TD, 


TG 














CA 


2252907 






AA 




19971120 




CA 


1997-22S2907 




19970217 


CA 


2252907 






C 




20050517 












AU 


9715549 






Al 




19971205 




AU 


1997-15549 




19970217 


AU 


730503 






B2 




20010308 












EP 


901487 






Al 




19990317 




EP 


1997-901749 




19970217 


EP 


901487 






Bl 




20030604 














Ri AT, 


BE, 


CH, 


OE. 
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LT, 


LV, 


FI, 


RO 
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1218464 
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CN 
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19970217 


CN 


1103772 






B 




20030326 












BR 


9709085 






A 




19990803 




BR 


1997-9085 




19970217 


JP 


11514663 






T2 




19991214 




JP 


1997-540682 




19970217 


JP 


3241388 






B2 




20011225 












AT 


242232 






E 




20030615 




AT 


1997-901749 




19970217 


PT 

ES 


901487 
2198546 






T 

T3 




20030829 
20040201 




PT 

ES 


1997-901749 
1997-901749 




19970217 
19970217 


SK 


284108 






B6 




20040908 




SK 


1998-1520 




19970217 


CZ 


295565 






B6 




20050817 




CZ 


1998-3526 




19970217 


TW 


539675 






B 




20030701 




TW 


1997-86104460 




19970408 


ZA 


9704156 






A 




19981116 




ZA 


1997-4156 




19970514 


HR 


970261 






Al 




20001231 




HR 


1997-970261 




19970515 


HR 


970261 






Bl 




20030630 












AP 


1148 
W: Btf, 


<M, 


KE, 


A 
Ktf, 


UG, 


20030228 
. ZH, ZV 




AP 


1997-1003 




19970515 


IL 


126589 






Al 




20030624 




IL 


1997-126589 




19971217 


NO 


9805293 






A 




19990113 




NO 


1998-5293 




19981113 


KR 


2000011054 




A 




20000225 




KR 


1998-709205 




19981114 


UK 


1019607 






Al 




20031107 




HK 


1999-104806 




19991027 


US 


6303615 






Bl 




20011016 




US 


1999-180732 




19991123 


CN 


1420114 






A 




20030528 




CN 


2002-131946 




20020905 


PRIORITY APPLN. i 


INFO.: 










US 


1996-17736? 




P 19960515 


















VO 


1997-IB134 




V 19970217 



OTHER SOURCE(S): HARPAT 128:34774 
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Title compds. {I; Rl - (substituted) Ph, pyridyli R2 - (substituted) Ph. 
5-6 raembered heterocyclyli R3 ■• H, halo, cyano, No2> CF3, alkyi, alkoicy], 
were prepared Thus, 3- (2-chlo^ophenyl)-6-fluoro-2-(2-py^ldin-2-ylvlnyl)-3H- 
quinazolin-4-o^e vas hydcogenated In EtOAc over ?d/C to give 1001 
3- (2-chlorophenyI) -6-f luoro-2- (2-pyridln-2-ylethyl) -3H-qulnazolln-4-one. 
Tested I inhibited AKPA receptor activation-induced 4SCa2+ uptake trlth 
ICSO <5 MM. 
l»»tf55-37-3r 

RL: BAC (Biological activity or effector, except adverse) i BSD (Biological 
study, unclassified) I SPM (Synthetic preparation)* vm CWw ra pntlc 
use) I BIOL (Biological study) i PREP (Preparation)! USES (Uses) 

(preparation of 2, 3-disubstltuted-4 (3H)-quinazolinones as AMPA receptor 

antagonists) 
199655-37-3 HCAPLUS 

4 (3B) -Quinazolinone, 3- (2-chloro>3-pyridlnyl) -2- [2- (2- 
fluorophenyDethenyl)- (9CI) (CA INDEX NAME) 




ACCESSION NUMBER: 
OOCtJMENT NUMBER: 
TITLE: 



ItATENTORtS): 
PATEirr ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1997:542421 HCAPLUS 
127:190528 

Preparation and foroulation of benzamldes, einnamides, 
and heterocyclic coBpounds as inflanuaation and allergy 

. inhibitors 

Inaba, TakasKi; Kaya, Tetsudoj Iwanura, Hiroyukl 

Japan Tobacco Inc., Japan 

PCT Int. Appl., 381 pp. 

COOEN: PIXXD2 

Patent 

Japanese 

1 



PATENT 


NO. 






KIND 


DATE 




APPLICATION NO. 




DAT?. 


WO 9729079 






Al 




19970814 




WO 1997-JP291 




19970206 


W: 


AL, 


AM, 


AT, 


AU, 


AZ, 


, BA, 6B, 


BG, 


, BR, BY. CA, CH, 


CN. 


CU, CZ, DE, 




OK, 


EE, 


ES, 


FI. 


GB, 


, GE, HU, 


IL, 


, IS, JP, KE, KG, 


KR, 


KZ, LC. LK. 




LR, 


LS, 


LT, 


LU, 


LV, 


. MD, MG, 


MK, 


, MN, MV, MX, NO, 


NZ, 


PL, PT, PO, 




RU, 


SD, 


SE, 


SG, 


SI, 


. SK, TJ, 


TM, 


, Tfl, TT, UA, UG, 


US, 


UZ, VN, '/U. 




AM, 


AZ, 


BY, 


KG, 


KZ, 


. MD, RU, 


TJ, 


, TM 






RV: 


1 XE, 


LS, 


MW, 


SD, 


SZ, 


. UG, AT, 


BE, 


, CH, DE, OK, ES, 


FI. 


FB, GB, GR, 




IE. 


IT, 


LU, 


MC, 


NL, 


, PT, SE, 


BF, 


, BJ, CF, CG, CI, 


CM, 


6A, GN, ML, 




MR, 


NB, 


SN, 


TO, 


TG 












CA 2245596 






AA 




19970814 




CA 1997-2245586 




19970206 


AU 9716186 






Al 




199708 28 




AU 1997-16186 




19970206 


EP 887340 






Al 




19981230 




EP 1997-902594 




19970206 


R: 


AT, 
IE, 


BE, 
FI 


CH, 


DE, 


OX, 


ES, FR, 


GB. 


, GR, IT, LI, LU, 


NL, 


SE, MC, PT, 


US 6017919 






A 




20000125 




US 1998-117879 




19980806 



PRIORITY APPLN. INFO.: 



OTHER SOURCE (S): 



MARPAT 127:190528 



JP 1996-20083 
JP 1996-94989 
TO 1997-JP291 



19960206 
19960417 
19970206 
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R4 

R2 ^ J (Ai)p- (Y)q- (a2) r-R 

rXw '^^BS j 




CO— NH — CH2-CH2 



CH2-]-Me 



The title compds. I [X - CH, Ni » - O, etc.* Rl - (un) substituted alkyl, 
etc.) R2 > H, (un) substituted alkyl, etc.* R3 - H, alkoxy, etc.* R4 • B, 
or R2 and R4 together fom a ring fused to ring A* Al > CH:CH, CH2CS2, 
C.tplbond.C* Y - OONRIO, NSOMH, etc.* RIO - H, etc.; A2 - alkylene, etc.* 
R - aryl, etc.* p. q, r - 0 or 1* provisos related to p, q, r are given] 
are prepared The title coapds. act selectively on the peripheral 
cannabinoid receptors and are useful in the treatment of inf lamnation, 
allergy, autoiinaune diseases, nephritis, etc. In the in vitro test for 
affinity for the peripheral cannabinoid receptors, the title compound II 
showed the Ki value of 1.1 nM. 11 showed ED50 of O.S mg/kg orally in the 
carrageenin-lnduced edema test in mice. 
19435e-e5-5P 

RL: BAC (Biological activity or effector, escept adverse)* BSU (Biological 
study, unclassified)* SFN (Synthetic ptepacation) * rma ^T 
use) I BIOL (Biological study)* PBBP (Preparation)* USES (Uses) 

(preparation of benzaiBides, dnnanldes, and heterocyclic coi^ids. 

inflammation and allergy inhibitors) 
194358-85-5 HCAPLUS 

2, 4 (IH, 3H) -QuinazoUnedione, 7-Bethoaiy-B- (peatyloay) -3- [2- (4- 
pyridinyl) ethyl]- (9CI) (CA INDEX NAME) 



Me- (CH2)4-0 
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LANGUAGE: 

FAMILY ACC. NIM. COUm 
PATENT INFORMATION: 



HCAPLUS COPYRIGHT 2006 ACS on STN 
1997:310799 HCAPLUS 
126:293363 

Preparation of 2-phenyl3ulfonyl- and 

2- (heterocyclylsulfonyDquinazoline derivatives as 

chymase inhibitors 

Fukami, Harukazu* I to, Akiko* Niwata, Shin ji rot 

Kakutani, Saki* Sumida, Motoo* Kiso, Yoshinobu 

Suntory Limited, Japan 

PCT Int. Appl., 120 pp. 

COOEN: PIXXD2 

Patent 

Japanese 



PATENT NO. 



KIND DATE 



TO 9711941 

W: JP, US 
RH: AT, BE, 

EP 795548 

EP 795548 



PT, SB 
ES 2175127 
US 5814631 
PRIORITY APPLN. INFO. 



OTHER SOURCE (S): 



APPLICATION NO. 



AT, BE, CH, DE, 



19970403 WO 1996-JP2B30 

DK, ES, FI, FR, GB, GR, IE, IT, 
19970917 EP 1996-932039 
20020703 

DK, ES, FI, FR, GB, GR, IE. IT, 



20021116 
19980929 



MARPAT 126:293363 



ES 1996-932039 
US 1997-849114 
JP 1995-285437 
JP 1996-116557 
VO 1996-JP2830 



LU, MC, NL, PT, 
19960927 

LI, LU, MC, NL, 

19960927 
19970528 
A 19950928 
A 19960510 
V 19960927 



J S02— A— R 



AB Quinazoline derivs. represented by general formula [I* group A - benzene, 
pyridine, pyrrole, or pyrazole ring; o - 0-2* X - OH, N02, halo, Cl-4 
(halo) alkyl, or (halo) alko«y, C7-12 aralkyloxy* X - group to form a 
naphthalene or quinoline ring together vith the benzene ring to which X is 
attached* Rl, R2 - H, halo, Cl-4 (halo) alkyl, N02, cyano, pyrazolyl, 
tetrazolyl. Cl-4 alkyl, C02H, allylosycarbonyl. Cl-4 (un) substituted 
alkoxy* or Rl and R2 together with the benzene ring represent a 
naphthalene or quinoline ring* Z - H, Cl-4 (halo) alkyl, C2-5 alkenyl, 
(un) substituted aralkyl, aromatic heterocyclylalkyl, C2-4 
alkoxycarbonylmethyl, allyloxycarbonyloethyl, (1* or 2* 

amino) car bony Imethyl, (un) substituted aralkyloxymethylt proviso given] or 
pharaacol. acceptable salts thereof are prepared They are useful as 
preventives/ remedies for cardiac and circulatory diseases (e.g. 
hypertension or heart failure) caused by abnormal overprodn. of 
angiotensin XI. Thus, a f^uinazoXinedione derivative (II* R <• H) 
(preparation 

given) was condensed with 3- (diethylaraino)-l, 5'-dihydro-2,4, 3- 
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bsnzodioxaphospheplns in the presence of tetrazole in DM7, followed by 
oxidn. vith m-chloroperbenzoic acid in CII2C12 and hydrogenolysis over 101 
Pd-C in diosane under H atn. to give II [R - P(0) (0H)21. II (R - H) and 
II [R - P(O)(0H)2] shoved XCSO of 0.060 and 0.025 pM, reap., for 
inhibiting human heart chymase. The title conpda. I also inhibited 
cathepsin G and chyraotrypsin. Formulation examples contg. I were given. 
lS9062-42-ep 

RL: BAC (Biological activity or effector, except adverse); BSU (Biol09ical 

study, unclassified); RCT (Reactant)i SFN (Synthetic preparation) j 

Ttm (Tbarapsutle usa)i BIOL (Biological study); PREP 

(Preparation); RACT (Reactant or reagent); USES (Uses) 

(preparation of N-phenylsulfonyl- and N- (heterocyclylsulfonyl)quinazolin< 
derivs. as chymase inhibitors for treating heart or circulatory 
diseases) 

189062-42-8 HCAPLUS 

2,4(lH,3H)>Quinazolinedione, 7-chloro>3-(3-pyridinylsulfonyl) - (9CI) (CA 
INDEX NAKE) 
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1996:685153 HCAPLUS 
125:328725 

Preparation of heterocyclic conqjounds aa antitumor 
agents 

Aono, Tetsuya; Karui, Shogo; Itoh, Fuaio; Yamaoka, 
Masuo; Nakao, Masafumi 



PATENT ASSIGNEE (S) : 


Takeda Chemical 


Industries, Ltd., Japan 




SOURCE: 


Eur. Pat. Appl., 


, 145 pp. 






CODEN: EPXXOW 






DOCUMENT TYPE: 


Patent 






LANGUAGE: 


English 






FAMILY ACC. NUM. COUNT: 


1 






PATENT INFORMATION: 








PATENT NO. 


KINO DATE 


APPLICATION NO. 


DATE 


EP 733633 


Al 19960925 


EP 1996-104176 


19960315 


EP 733633 


Bl 20030S28 






R: AT, BE, CH, 


OE, DX, E5, FI, 


FR, GB, GR, IE, IT, LI, LU, NL, PT, 


US 5753664 


A 19980519 


US 1996-614893 


19960333 


CA 2171932 


AA 19960917 


CA 1996-2171932 


19960315 


JP 09095485 


A2 19970408 


JP 1996-59508 


19960315 


AT 241625 


E 20030615 


AT 1996-104176 


19960315 


PRIORITY APPLN. INFO.: 




JF 199S-S6869 A 


19950316 






JP 1995-191770 A 


19950727 



OTHER SOURCE (S): 



MARPAT 125:328725 




AB RZZ1C0R2 [I; R * (un) substituted condensed pyrimidinone or condensed 
pyridazinone ring (sic); R2 cyclic group; Z ~ divalent group; 21 ~ 
divalent cyclic group] were prepared Thus, 2-mercapto-3-fflethyl-4 (3H) - 
quinazolinone was etherlfied by 4>C1C6H4C0C6H4 (CH2Br) -4 to give title 
compound II. Data for In vivo antitumor activity of selected I were given. 

IT X83167-05-7P 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; TUU (Tharapvutlo 
use); BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation of heterocyclic conpds. as antitumor agents) 
RN 183167-05-7 HCAPLUS 

CN 4 (3H) -Quinazolinone, 2- [ [ (4-[ (2-chloro-3-pyridinyl) carbonyl] phenyl] nethyl] 
thio]-3,5-dliMthyl- (9CI) (CA INDEX NAME) 
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1996:527667 HCAPLUS 
125:168015 

Preparation of qui nazoli nones as cholecystokinin (CCK) 
antagonists 

Padia, Janak Khimchand 

Warner-Lambert Cooqsany, USA 

PCT Int. Appl., 18 pp. 

CODEN: PIXXD2 

Pateiit 

English 



KIND 



WO 9620178 

W: CA, EE, . 
RW: AT, BE, ( 
US 6897213 
PRIORITY APPLN. INFO. : 

OTHER SOURCE (S): 



DATE 



APPLICATION NO. 



Al 19960704 
LT, LV, MX, SI 
DE, DX, BS, FR, I 

Bl 20050524 



WO 1995-US15918 



19951206 

I, GR, IE, IT, LU, MC, NL, PT, SE 
US 1997-812508 19970307 
US 1994-364624 A 19941227 

US 1995-545241 A 19951121 



MARPAT 125 -.16801 5 



AB The title coapds. [I; w, x, Y, Z - (substituted) CH, N and no more than 
tvo of then are N; H - 0, Si A - (N- substituted) NH00(CH2}n, NHC00(CH2)2, 
NHC(MH(CH2)n, etc.; Rl, R2 - Cl-6 alkyl, (substituted) Ph, heteroaryl, 
etc.; n - 0-1] vith good binding affinity for the CCK-A and CCK-B 
receptors and useful to suppress appetite, reduce gastric acid secretion 
and anxiety, to treat gastrointestinal ulcers, psychosis and pain, and to 
block drug or ale. withdrawal reaction, were prepared Thus, reaction of 
hydrazine II with 4-BrC6H4NCO in MeCN afforded 47% I [W, X, Y, Z - CH; M - 
Of A - NHCONBi Rl • 4-BrC6H4* R2 - 3-lPc0C6B4] which ShOWMl Ki of 3432 nM 
against CCX-A and 16.0 nM against CCK-B. 

IT 18M23-2»-«» 

RL: BAC (Biological activity or effector, except adverse) ; BSU (Biological 
study, unclassified); SPN (Synthetic preparation); TOO (Tharspwitlo 
tts«)i BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of qui nazoli nones as cholecystokinin (CCK) antagonists) 
RN 180423-29-4 HCAPLUS 

CN Benzoic acid, 3- [ [ [2- (3, 4-dihydro-4-oxo-3- (3-pyridinyl) -2- 

quinazolinyljhydrazi no] carbonyl] ami no]-, ethyl ester (9CI) (CA INDEX 
NAME) 
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HCAPLUS COPYRIGHT 2006 ACS on STH 
1996:377710 HCAPLUS 
125:75356 

Synthesis of substituted quinazolone derivatives as 
potential ahti-HIV agents. (Part III) 
Desai, Nisheeth Chhotalal; Bhatt, Jyotindra 
Jatashankaci Shah, Bhavesh Ramniklal; Undavia, Navin 
Keshavlal) Tcivedi, Pradip Bhanushankar; Narayanan, 
Ven 

Chief, Drug Synthesis £ Chemistry Branch, National 
Cancer [nst. Executive Plaza North Suite 631, 
Bethesda, HD, 208922-7448, USA 
Farnaco (1996), 51(5), 361-366 
COOEN: FRMCE8 
Societa Chindca Italiana 
Journal 
English 

Several 1- (2-phenyl-4 |4H) -oxo-3-quinazolinyl] -2-tnethyl-4-arylidine-5-o«o- 
imidazolines, 2-phenyl-3- (aroyl amino) -4 (4H) -oxo quinazolines. and 
Nl-2-methyl-4 (4H) -oxo-3-quinazolinyl-N2-aryl-thioureas have been 
synthesized and tested for anti-HIV activity. Substitution in position 3 
of the quinazolone gave compds. with anti-HIV activity in human host cell 
lines. 
6769>20>6P 

RL: BAC (Biological activity or effector, except adverse) i BSU (Biological 
study, unclassified)) SPN (Synthetic preparation)/ THU (Tharapautie 
u«»)» BIOL (Biological study)* PREP (Preparation); USES (Uses) 

(synthesis and anti-HIV activity of quinazolones) 
6769-20-6 HCAPLUS 

4-Pyridin«carboxanide, N-(4-oxo-2-phenyl-3 (4H) -quinazoUnyl) - (9CI) (CA 
INOEK NAME) 



AUTHOR (S): 



CORPORATE SOURCE: 
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LANGUAGE: 
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HCAPLUS COPYRIGHT 2006 ACS on STH 
1995:994818 HCAPLUS 
124:117591 

Preparation and formulation of 
quinazolinonylbanzylphosphonic acid diester 
derivatives as hypollpemics, antihypertensives, and 
antidiabetics 

KUroki, Yasuhisa; Hiyata* Xazuyoshlf Tsuda, Yoshihiko; 

Inoue, Yasuhidet Kanaya* Jun> Sato, Keigo 

Otsuka Pharmaceutical Factory, Inc., Japan 

PCT Int. Appl., 80 pp. 

COOEN: PIXX02 

Patent 

Japanese 



PATENT NO. 



KIND DATE 



APPLICATICm NO. 



WO 9524410 Al 

W: AU, CA, CN, KR, US 

RW: AT, BE, CH, DE, DK, 
JP 08143586 A2 
JP 3533542 B2 
CA 2184891 AA 
CA 2184891 C 
AU 9518244 Al 
AU 679344 B2 
EP 749974 Al 
EP 749974 Bl 

R: AT, BB, CH, DB, OK. 
CH 1147257 A 
CN 1066739 B 
AT 202567 E 
TW 379225 B 
US 5798344 A 
PRIORITY APPLN. INFO.: 



19950914 WD 1995-JF303 



ES, FR, GB, 
19960604 
20040531 
19950914 
20000926 
19950925 
19970626 
19961227 
20010627 

ES, FR, GB. 
19970409 
20010606 
20010715 
20000111 
199B0825 



OTHER 50URCB(S): 
GI 



MARPAT 124:117591 



GR, IB, IT, LU, 

JP 1995-35261 

CA 1995-2184891 

AU 1995-18244 

BP 199S-909996 

GR, IE, IT, LI, 1 
CN 1995-192824 

AT 1995-909996 
TW 1995-84102161 
US 1996-704740 
JP 1994-37361 
JP 1994-126526 
JP 1994-251484 
WD 1995-JV303 



HC, NL, PT, SB 
19950223 

19950227 

19950227 

19950227 



C, NL, PT, SB 

19950227 

19950227 
19950307 
19960905 
19940308 
19940608 
19940919 
19950227 
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Rl Xl 



^ II , 
AZP(OR5)r7 I 




CH2P(0Et)2 II 



The title conqxls. I (Rl, R2, R3 and R6 represent each independently 
hydrogen, lower alkyl, halogen, nitro. etc. i R4 represents Ph, lower 
alkyl, phenylalkyl, etc.i R5 represents lower alkyli R7 represents lover 
alkoxy, hydroxy, Ph, or phenylated lower alkoxy or lower alkylamino 
wherein the Ph group nay be halogenatedf XI and X2 represent each oxygen 
or sulfuri A represents oxygen or a single bond; and Z represents lower 
alkylene] are prepared The title compound II (Rl - Ti R2 - H] at 100 mg/Kg 
orally decreased blood glucose in rats by 501. The title coiqwund II [Rl * 
H; R2 - Br] at 100 ng/Kg orally decreased plasma triglycerides in rats by 

173019-02-8P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); TKO (Therapautlo 
usa); BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of quinazolinonylbenzylphosphonic acid diester derivs. as 

t^olipcmics. antihypertensives, and antidiabetics) 
173019-02-8 HCAPLUS 

Phosphonic acid, [ [4-[7-chloro-3, 4-dihydro-4-aso-3-[ (2* 
pyridinylmathylene) ami no] -2-quinazollnyl] phenyl] nethyl]-. diethyl ester 
(9CI) (CA INDEX NAMB) 
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PATEIIT ASSIGNEB(S) ; 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION; 

PATENT NO. 

WO 9502596 

V: AU, BG, BR 



1995:801419 
123:198800 

Preparation of [ (azacycloiMthyl) heterocyclyl] alkanoate 
s and analogs as angiotensin II racaptor antagonists 
Carpino, Philip A.t Larson, Eric R.t Nylari, Banavara 

L. 

USA 

PCT Int. Appl. 
CODEN: PIXX02 
Patent 
English 



RV: AT, 



BE, CH, 
BJ, CF, 



AU 9469794 

FI 9403359 
BR 9500209 
US 5789415 
PRIORITY APPLN. INFO. : 

OTHER SOURCE (S)t 
GX 



HCAPLUS 



70 pp. 
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(prepn. of [ (azacycloiaethyl) heterocyclyl] alJcanoates and analogs as 
angiotensin II receptor antagonists) 

167984-69-2 HCAPLUS 

Cyclopentanecarboxylic acid, l-[5-[ (2-butyl-5-raethyl-4-oxo-3(4H)- 
quinazolinyl) methyl] -2-pyridinyl]- (9CI) (CA INDEX NAME) 



-OB 



KIND DATE 



APPLICATION NO. 



Al 19950126 VO 1994- 
BY, CA, CN, CZ, HU, JP, XR. 

US, UZ 

DE, DX, ES, FR, GB, GR, IB. 
CG, CI, CM, GA, GN, ML, NR. 

Al 19950213 AU 1994- 

A 19950116 

A 19970114 

A 19980804 



IB187 
KZ, LV, 



19940701 
NO, NZ, PL, RO, 



HARPAT 123:198800 



FI 1994 

BR 1995- 

US 1996- 

US 1993- 

VO 1994- 



IT, LU, HC, NL, PT, SS, 
TD, TG 

19940701 
19940714 
19950113 
19960111 
A 19930715 
V 19940701 



NE, SN, 
69794 

3359 
208 

569133 
92349 
IB187 




AB RCH2ZCR1R2R3 [I) R - azacyclyl group* R1,R2 - H, OH. alkyl, Ph, etc. x R1R2 
- atoBs to complete a (heterocyclic) ringi R3 - CHO, O02H, CS20H, 
tctrazolyl, etc.; Z - naphthylene, heterocyclylane, etc.] %rare prepared 
Thus. Bt 2-thienylacetate was cyclocondensed with cis-ClCH2CH:CIICH2Cl and 
the product fornylated to give, in 2 addnl. steps, Et 1- (S-chloronMlthyl-2- 
thienyl)cyclope^t-3-enecarboxylate which was condensed with 
2-ethyl-5,7-diiMthylimidazo[4,5-b] pyridine to give, after saponification, 

title 

coapound II. I had IC50 of £10-5N against SARILE All binding at rat 
liver preparation in vitro. 
IT 16T»B4-69-2r 

RL: BAG (Biological acUvity or effector, except adverse) i BSU (Biological 
study, unclassified) t SFM (Synthetic preparation) t TKO (Tb«rap«iitlo 
ns«)j BIOL (Biological study) t PREP (Preparation)! USES (Uses) 
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1995:795409 HCAPLUS 
124:29780 

Substituted qulnazolinones bearing acidic functional 
groups as angiotensin II antagonists 

Chakravarty, Prasun K. i De, Laszlo Stephen E. t Glinka, 
Toraasz W.J Greenlee, William J.i Mantlo, Nathan B.) 
Patchett, Arthur A. 
Merck and Co., Inc., USA 

U.S., 24 pp. Cont.-in-part of U.S. 5,238,942. 

CODSI: USXXAM 

Patent 

English 

2 
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OTHER S0URCE(5): 
GI 



MARPAT 124:29780 



PATENT NO. 


OND 


DATE 


APPLICATION NO. 




DATE 


US 5441959 


A 


19950815 


US 1993-108465 




19930818 


US 5238942 


A 


19930824 


US 1992*867794 




19920416 


CA 2068229 


AA 


19921111 


CA 1992-2068229 




19920508 


JP 0515SB67 


A2 


19930622 


JP 1992-117670 




19920511 


PRIORITY APPLN. INFO.: 






US 1991-698506 


B2 


19910510 








US 1992-867794 


A2 


19920416 




AB Novel substituted quinazolinones I or ■ phanaaceutically acceptable salt 
thereof, wherein: Rl - S02NBC02R23, R3 - e.g., h»lof M - straight chain 
Cl-4 alkyli R8 - R23' or NR24R23*f R23 and R23* are independently, e.g., 
aryl, heteroaryl, C3-7 cycloalkylf R24 - e.g., H, Cl-6 alkyl, aryli and 
R23* and R24 vhen taken together may fona a norpholine or piperazine ring, 
are useful as angiotensin II antagonists (ICSO < 50 pM) . Thus, e.9., 
treatment of sulfonamide I (R8 - iso-PrMB, R6 - He, n3 - F. Rl - S02MH2, 
preparation given) with 3-Bethylfautyl chlorofomate afforded tha 

corresponding 

I (Rl - S02NHC02-3-nethylbotyl) . 

IT 17X540-59-7P 

RL: BAC (Biological activity or effector, except adverse) » BSU (Biological 
study, unclassified); SFN (Synthetic preparation) » THO (Tbecapevtlo 
use); BIOL (Biological Study)/ PREP (Preparation) I USES (Uses) 

(substituted quinazolinones bearing acidic functional yroups as 
angiotensin II antagonists) 
RN 171548-59-7 fCAPLUS 

CN Carbamic acid, [[4*-[ [2-ethyl-4-aso-6-[ (3-pyrldinylcarboayl)amino)-3(4B)- 
quinazolinyljRWtbyl] -3'>f luoro[l, l*-bipbenyl] -2-yl] sulf onyl] 
3-methylbutyl ester (9CZ) (CA INOEX NARB) 
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1995:772565 HCAPLOS 
123:169645 

Angiotensin II receptor blocking 

{ (biphenylyl) methyl] quinazolinones. 

Levin, Jereny X.i Venkatesan, Aranapakam H. 

American Cyanamld Co., USA 

Eur. Pat. Appl., 132 pp. 

COOEN: EFXXOtf 

Patent 

English 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


E? 621276 


Al 


19941026 


EP 1994-105285 


19940405 


R: AT, BI 


CH, OE, OK, 


, ES, FR, 


GB, GR, IE. IT, LI, 


LU, NL, PT, SE 


US S35B951 


A 


19941025 


US 1993-52945 


19930423 


CA 2121097 


AA 


19941024 


CA 1994-2121897 


19940421 


JP 07025870 


A2 


199S0127 


JP 1994-106216 


19940422 


PRIORITY APPLH. INI 


fO.t 




US 1993-52945 


A 19930423 



OTHER SOURCE(S): 
GI 



KARPAT 123:169645 
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CN 4 (3H}-Quinazolinona, 2-butyl-6- (hexahydro-3a-methyl-2H-i^oxa^olot2,3- 
a J py ridi n>2-y 1) -3-tt2'-Cl-( t ripheny l«e thy 1 ) - IH- te t razol-S -yl] [ 1 , 1 • - 
biphenyl] -4 -yl] methyl]-, cis- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 





AB The 3-(biphenylylmethyl}-4-qulnazolinones I (R - tetrazolyl, carboxy, 
sulfonylaalnof R6 - (un) substituted Ph, etc.) were disclosed as 
angiotensin II (All) antagonists. The example coiqMund II was prepared 

IT 155995-27-OP 

RL: THV (Th w iyewtic uaa)f TKO (Tbarapautlc ua*>t BIOL 
(Biological study) i PREP (Preparation)* USES (Uses) 

(preparation of (biphenylylaethyl)quinazolinones angiotensin antagonists) 
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1995:700798 HCAPLUS 
123:160067 

The SAR of 6- (H-alkyl-N-acyl) -2-propyl-3-{ (2* - 
(tetrazol-5-yl) blphen-4-yl) methyl] qiiinazollDones as 
balanced affinity antagonists of the liuman ATI and AT2 

receptors 

de Laszlo, Stephen E.t Chang, Raymond S.t Chen, 
Tsing-Bau^ Faust, Kristie A.t Greenlee, William J.i 
Kivlighn, Salah D.i Lotti, Victor J.i 0*Malley, Stacey 
S.; Schorn, Terry tf.r et al. 

Department Exploratory Chemistry, Merck Research 
Laboratories, Rahvay, NJ, 07065, USA 
Bioorganic & Medicinal Chemistry Letters (1995), 
5(13), 1359-64 

CODBN: BMCLESf ISSN: 0960-894X 
Elsevier 

Journal 
English 

CASREACT 123:160067 
ModificaUon of the 6-N-alkyl-N>acyl groups of L-1S9,689 
[6- (N-benzoyl-N-pentyl) >amino-2-propyl-3-[ (2*- (tetrazol-5-yl) biphen-«« 
yl) methyl] quinazolln-4-|3H) one] led to the identification of the 
6-(N-benzoyl-N-(3-pyridylmethyl)) analog (L>162.537). 1.-162,537 had 
laprotfvd aqueous solubility and oral bioavailability in the dog. The SAR 
of this 

class of ATI and AT2 ligands was determined The antifaypartensiv* activity 



CORPORATE 



SOURCE: 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE: 
OTHER SOURCE (S) 



Of 



some of these compds. vas determined 
UT027-9»-S» 

RL: BAC (Biological activity or effector, except adverse) r BPR (Biological 
process)! BSU (Biological study, unclassified) ; PRP (Properties) » thu 
ITbarapMitlc us*)! imr (manvprntlo us*); BIOL (Biological 
study)! PREP (Preparation); PROC (Process); USES (Uses) 

(structure-activity relations (alkylacyl)prqpyl[ (tetrazolyl) biphenylmet 
hyll qui nazoli nones as balanced affinity antagonists of tha human 
angiotensin II ATI and AT2 receptors) 
167027-99-9 HCAPLUS 

Benzamide. N-(3,4-dihydro-4-oao-2-propyl-3-I[2*- (lH-t«trazol-5-yl) [1.1*- 
biphenyl] -4 -yl] methyl) -6-quiiiazoUnyl] -H- ( 3-pyridiiiylMthyl) - ( 9CZ ) (CA 
INDEX NAME) 
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HCAPLUS COPYRIGHT 2006 ACS on STN 
1995:494627 HCAPLUS 
123:306582 

Angiotensin II receptor subtype 2 receptor (AT2) 
antagonists for inhibition of vascular restenosis, 
their preparation, and pharmaceutical compositions 
containing them 

Reilly, Christopher F.; DeLaszlo, Stephen E.i Johnson, 
Robert G.; FUjita, Tsuneo 
Merck and Co., Inc., USA 
PCT Int. hppl., 65 pp. 
CODEN: PIXX02 
Patent 
English 



PATENT HO. 



KIND DATE 



APPLICATION NO. 



OTHER SOURCE(S) : 



MARPAT 123:306582 



AU 1994-73311 
US 1993-93833 
HO 1994-US7837 



VO 9503055 Al 19950202 WO 1994-US7B37 

V: AU, BB, BG, BR, BY, CA, CN, CZ, FI, GE, HU, J] 

LX, LT, LV, HO, MG, MN, Mtf, NO. NZ, PL, RO, R1 

TT. UA, UZ 

RV: AT, BE, CU, OS, OK, ES, FR, GB. GR. IE, IT, 

BF, BJ, CF. CG, CI, CH, GA, GN, ML. MR, NE, SN, TD, TG 

US 5409926 A 19950425 US 1993-93833 

AU 9473311 Al 19950220 
PRIORITY APPLN. INFO. : 



19940713 
103, KR. X2, 
SI, SK. TJ, 

LU, MC, NL, PT, SE, 



19930719 
19940713 
19930719 
19940713 





Disubstituted 6-aminoqiii nazoli nones I {Rl - C02R2 (R2 - H, Cl-6 alkyl) , 
tatrazol-5-yl; R4 - (substituted) Cl-6 alkyl, C2-6 alkenyl, Ph Cl-6 alkyl, 
heteroaryl Cl-6 alkyl; R5 - C02R7, C0R8 (R7 - (substituted) Cl-6 alkyl, Ph 
Cl-6 alkyl, heteroaryl Cl-6 alkyl; R8 - (substituted) Cl-6 alkyl, Ph, 
heteroaryl, etc.); R6 - H. Me, Et, etc.; R9 - H, F, CI, Br, I, Cl-4 alkyl, 
Cl-6 alkoxy; RIO - H, Cl-5 alkyl, Ph] are useful as angiotensin II 
receptor (subtype 2) antagonists (AT2 antagonists) alone or in combination 
with heparin, and can act to suppress the vascular stenosis which commonly 
occurs during the development of atherosclerosis and the restenosis 
following arterial angioplasty, stent placement, bypass surgery, heart 
transplantation or endarterectomy. Preparation of selected I is included. 

effect of I (Rl - tetrazolyl; R4 - benzyl; RS - CO-2-thiophene; Re - Et; 
R9, RIO - H) (II) on restenosis in the rat was determined C^»ule, tablet, 
suppository, and injection formulations of II are presented. 
1504B4-50-7 

RL: no (TharapMitle usa); BIOL (Biological study); USES (Uses) 

(angiotensin II receptor subtype 2 receptor antagonists for inhibition 
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RN 150484-50-7 HCAPLUS 

C» 4-Pyridinecacboxamide, N- [2-ethyl-3, 4-dihydro-4-oxo-3- [ [2* - (lH-tetrazol-5 
yl) (1, 1'-biphenyi) - 4 -yl} methyl] -6-quina2oUnylJ -N- (phenylmethyl)- {9CI) 
(OA INDEX NAME) 



Or' 



Ph-CH2 I 
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1995:420519 HCAPLUS 
122:314564 

6-Aiixino-3- (biphenylylnethyDquinazolinones as 
angiotenain II antagonists 

De Laszlo, Stephen E.; Glinka, Tonaaz V.) Greenlee, 
William J.i Chakcavarty, Prasun K.t Patchett, Arthur 
A. 

Merck and Co., Inc., USA 

U.S.. 37 pp. Cont. of U.S. Sec. No. 912.458, 

abandoned. 

CO DEN: USXXAH 

Patent 

Ensliah 

1 



PATENT NO. 



US 5385894 
PRIORITY APPLN. INFO. i 



OTHER SOURCE (S) : 
GZ 



APPLICATION NO. 



DATE 



MARPAT 122:314564 



US 1994-222354 
US 1994-222354 
US 1992-912458 
US 1991-665389 



19940404 
81 19940404 
B2 19920713 

19910306 




AB Novel disubstituted 6-aminoquinazolinone9 I {R4 > e.g., benzyl, Bu, Prf R5 
" e.g., 002Bu-iso, C02Me, C02Pr) R6 - e.g., Bu, Pr) are useful as 
angiotensin II antagonists. In an antihypertensive screening, I exhibited 
an activity of IC50 < 50 nM, thereby demonstrating and confirming utility 
as All antagonists. Pharmaceutical formulations were given. 

IT 15048 4-36-9 P 

RL: BAC (Biological activity or effector, except adverse)! BSU (Biological 
study, unclassified) I SPN (Synthetic preparation)! nro (Thsrapautle 
us«)i BIOL (Biological study) i PREP (Preparation)! USES (Uses) 
(6-afflino-3- (biphenylylnethyl)quinazolinonea as angiotensin II 
antagonists) 
RN 150484-36-9 HCAPLUS 

CN 4-Pyridlnecarboxamide, N- [3, 4-dihydro-4-oxo-2-propyl-3-C [2* - (lH-tetrazol-5- 
yl) [1,1' -biphenylJ-4-yl) methyl) -6-quina2olinylJ -N-pentyl- (9CI) (CA INDEX 
NAME) 
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1995:397363 HCAPLUS 
123:276050 

Angiotensin II (All) antagonists as inhibitors of the 

grovth of adipose tissue 

Crandall, David Leroy 

American Cyanamid Co., USA 

Eur. Pat, ^pl., 40 pp. 

OODQI: EPXXDtf 

Patent 

English 

1 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


EP 63S263 


A2 


19950125 


EP 1994-108298 


19940530 


EP 635263 


A3 


19950927 






R: AT, BE, CH, 


DE, DX, 


, ES, FR, GB, 


, GR, IE, IT, LI, 


LU, NL, PT, SE 


JP 07017862 


A2 


19950120 


JP 1994-164687 


19940623 


CA 2126709 


AA 


19941229 


CA 1994-2126709 


19940624 


AU 9465991 


Al 


19950105 


AU 1994-65991 


19940627 


AU 680659 


B2 


19970807 






US 5830909 


A 


19981103 


US 1996-684609 


19960719 


PRIORITY APPLN. INFO. : 






US 1993-82562 


A 19930628 


OTHER SOURCE(S): 


MARPAT 


123:276050 








AS All receptor-blocking tetrazolylbiphenyl compds. I (Ar - N-containing 

heterocycle) and related compds. are useful for inhibiting adipocyte All 
receptors and thereby reducing adipocyte grovth and body veight gain and for 
treatment of associated diseases, e.g. obesity and noninsulin-dependent 
diabetes mellitus. Binding characteristics of the adipocyte membrane All 
receptors in rats and hunans were determined Thus, 

2-«thyl-5 , 7-dimethyl-3- [ [ 2 • - 

(lH-tetrazol-5-yl) [l,l*-biphenyl]-4-yl]methyl]-3H-iaidazo[4.5-b]pyrldine 
displaced 1251 -labeled (Sari, Ile8] angiotensin II from rat epididyaal fat 
cell membranes vith an IC50 of 2.44 10-9M. 

IT 153148-44-0 

RL: BAC (Biological activity or effector, except adverse) t BSU (Biological 
study, unclassified)} TBD (Tbwapeutle usa)i BIOL (Biological 
study)! USES (Uses) 

(angiotensin II antagonists as Inhibitors of growth of adipose tissue) 
RN 155148-44-0 HCAPLUS 

CN 4<3H)-QuinazoUnonB, 2-butyl-6- (3, 3a, 4, 5,6,7-he■ahydropyra^olo[l,5- 
a]pyridin-2-yl) -3*([2*-(lH-tetrazol-5-yl) [1, l*-biphenyl] -4-yl] methyl] - 
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1995:4668 HCAPLUS 
122:10054 

Preparation of (blph«nylylnethyl)quinazolinones as 

angiotensin II receptor blockers. 

Levin, Jeremy I.i Venkatesan, Aranapakam H. 

American Cyananid Co., USA 

U.S.. 31 pp. 

CODEN: USXXAH 

Patent 

EngUsh 



PATENT NO. 

US 5292734 
PRIORITY APPLN. INFO.: 
OTHER SOURCE<S) : 



KIND DATE 

A 19940308 
MARPAT 122:10054 



APPLICATION NO. 



US 1993-52936 
US 1993-52936 



19930423 
19930423 



• STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Title conqads. [It R - tetrazol-5-yl, C02H, NHS02CF3» X - C3-5 alkyli R6 - 
Ql, Q2, etc. I Rl, R2, RIO, Rll, R14 - H, (substituted) alkyl, Ph, pyridyl, 
thienyl, furyl, C02R7, etc.i R3 - H, alkyl, (substituted) Ph, i^ridyl. 
thienyl, furyl, C0R5, C02R7, etc.* R4 - H, CORS, C02R7, alkyl, 
(aubsUtuted) Ph, PhCH2, etc.» R5, R7 - H, alkyl* R8 <• H, alkyl, 
(substituted) Ph, CORSf R9 - B, alkyl, (substituted) Phi A - (CRllR14)n} 
XI - O, {CRllR14)n, CO2C0NR7» n - 2-5i n - 1-5; u^n S6), were 
prepared Thus, cis-2-butyl-6- (hexahydro-2-methylpyrrolo(l,2-b]i30xazol-^- 
yl) -3-{ [2'- (lH-tetrazol-5-yl) [1, 1 ' -biphenylj -4-yl] methyl] -4 (3H) - 
quinazolinone Na salt was heated with Zn in H0Ac/H20 at 65* for 5 h 
to give title compound II. II at 1 mg/kg i.v. in rats gave 93% inhibition 
of vasopressor response to angiotensin II at 0.05 fig/kg i.v. 

IT 15S99S-21-4V 

RL: BAC (Biological activity or effector, except adverse) i BSU (Biological 
study, unclassified); 5PN (Synthetic preparation)* rav (Th«rap«utla 
use); BIOL (Biological study)* PREP (Preparation)* USES (Uses) 

(preparation of, as internwdlate for angiotensin II antagonist) 
RN 155995-21-4 HCAPLUS 

CM 4 (3H) -Quinazolinone, 2-butyl-6- (heiiahydro-2H-isoxazolo[2, 3-a]pyridin-2-yl) - 
3- [ [2* - (1- (triphenylmethyl)-lH-tetrazol-5-ylJ [1. 1' -biphenyll-4-yl]Mthyl] - 
, cis- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
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1994:435336 HCAPLUS 
121:35336 

Pyridine derivatives, their production and use as 
pharmaceuticals 

Takatani, Muneoi Saijo, Taketoshit Tomimatsu, Kininori 

Takeda Chemical Industries, Ltd.. Japan 

Can. Pat. Appl., 320 pp. 

CODEN: CPXXEB 

Patent 

English 

1 



PATENT NO. 




KIND 


DATE 


APPLICATION NO. 




DATE 


CA 


2068255 




AA 


19921111 


CA 1992-2068255 




19920508 


EP 


522606 




A2 


19930113 


EP 1992-201288 




19920507 


EP 


522606 




A3 


19930505 








EP 


522606 




Bl 


1996O403 










Rt AT 


BE, CH, 


OE, DK 


ES, FR, 


GB, GR, IT, LI, LU, 


NL, PI 


r, SE 


US 


5246948 




A 


19930921 


us 1992-880641 




19920507 


EP 


612729 




A2 


19940831 


EP 1994-107873 




19920507 


EP 


612729 




A3 


19940907 








EP 


612729 




Bl 


19970423 










R: AT 


BE, CH, 


DE, DK 


ES, FR, 


GB, GR, IT, LI, LU, 


NL, PT, SB 


AT 


136296 




E 


19960415 


AT 1992-201288 




19920507 


AT 


152102 




E 


19970515 


AT 1994-107873 




19920507 


JP 


05125O4E 




A2 


19930521 


JP 1992-115871 




19920508 


US 


5389658 




A 


19950214 


US 1993-81181 




19930624 


US 


5457106 




A 


19951010 


US 1994-334221 




19941104 


us 


5561147 




A 


19961001 


us 1995-455170 




19950531 


us 


5767121 




A 


19980616 


us 1996-717022 




19960920 


PRIORITY APPUI. 


INFO.: 






JP 1991-105691 


A 


19910510 












EP 1992-201288 


A3 


19920507 












US 1992-880641 


A3 


19920507 












US 1993-81181 


A3 


19930624 












US 1994-334221 


A3 


19941104 












US 1995-455170 


A3 


19950531 



OTHER SOURCE(S) i 



MARPAT 121:35336 




I 



AB Pyridines R-X-A-N(R3) -CHR4-Y [R - (un) substituted pyridyli X - O, S, SO, 
S02; A - Cl-15 bivalent hydrocarbon residue with (un) substituted branched 
Boiety* Y - 0, S» R3 - H, hydrocarbyl; R4 - hydrocarbyl, heterocyclyl* 
R3R4 joined with (thio) carbamoyl group to form (un) substituted 
hetarocyclylt R3, R4 independently attached to A to form a ring] and their 
phamaceutically acceptable salts were prepared Their Isaunonodulatory 
activity or adhesion protein expression inhibitory activity as well as 
inflammation inhibitory, antipyretic, and analgesic activities are 
claimed. For example, among specifically claimed compds. is the 
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benzothlophenecarboiiainide I . 

I55966-85-1P 

RL: BAC (Biological activity or effector, except adverse) i BSU (Biological 
study, unclasalfied) t SPN (Synthetic preparation) t THO (Theri^MUtio 
oa*)f BIOL (Biological study)/ PREP (Preparation)} USES (Uses) 

(preparation of, as inf lansaation inhibitor, antipyretic, analgesic, 

antiallergic or imnunosuppressant) 
155966-85-1 HCAPLUS 

2,4 (1H,3H}-Qulnazolinedione, 3-[4- (4-pyridinylthio)butyl] - (9CI) (OA 
INDEX HAME) 
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1994:245151 HCAPLUS 
120:245151 

Preparation of (tetratolylbiphenylylmethyl)c|uinazolino 

nes as angiotensin II antagonists. 

Levin, Jeremy I.i Venkatesan, Aranapalcam H. 

American Cyanamid Co., USA 

U.S., 10 pp. 

CODEN: USXXAM 

Patent 

EngUsh 

1 



PATENT NO. 

US 5286729 
PRIORITY APPLN. IHFO.: 
OTHER SOURCE (5): 



KIND DATE 

A 1994021S 
MARPAT 120:245151 



APPLICATION NO. 



US 1993-52935 
US 1993-52935 



19930423 
19930423 



rS 




AB Title conpds (li R - tetrarol-S-yl; X - alkyl; R5, R7, R8 - Hi R6 - 
pyridinyl, thienyl, furyl), were prepared Thus, 2-butyl-6- [ (2- 
pyridinyloxy) methyl) -3- [ [2' - (l-triphenylnethyl) -IH-tetrazol-S-yl] {1,1'- 
biphenyl] -4-yl]nethyl-4 (3H) -quinazolinone [preparation via coupling of 
2-butyl-6-hydcosymethy 1-4 (IH)-quinazoli none with 5- (4 * - (bromomethyl) (1,1'- 
blphenyl]-2-yl]-l-(triph«nylmethyi) -IH-tetrazole given] was stirred with 
HCl in Et20/BtOAc to give 2-butyl-6-( (2-pyridinyloxy)nethyl] -3-1 [2*- (IH- 
tetrazol-5-yl) [1, 1* -hi phenyl] -4 -ylj methyl] -4 {3H) -qui nazoli none 
hydrochloride. The latter at 5 ng/kg i.v. in rats gave 51-92% inhibition 
of angiotensin II vasopressor response. 

IT 154423-22-OP 

RL: BAC (Biological activity or effector, except adverse) t BSU (Biological 
study, unclassified) I SPN (Synthetic preparation) ; TMO (Therapeutle 
use) I BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation of, as angiotensin II antagonist) 
RN 154423-22-0 HCAPLUS 

CN 4 (3H) -QulnazoUnone, 2-butyl-6- [ (2-pyridinyloxy) nwthyl] - 3- [ [4 ' - (IH- 
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tetrazol-S-yl) [l,l'-biphenyl]-4-yl]nwthyl]-, Bonohydrochlorlde (9CI) (CA 
INDEX NAME) 
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ACCESSION NUHBER: 1994:158608 HCAPLUS 

DOCUMENT NUHBER: 120:158608 

TITLE: Antituberculotlcs. 67. Antibacterial activity of 

compounds containing a thloxo-g roup in the hetorocycle 
AUTBOR(S): Vaisser, K. ; Odlerova, Z.; Beckert, R.l Viola, B.i 

Kuhmstedt, H. 

CORPORATE SOURCE: Farm. Falc. , Univ. Karlovy, Hradec Kralove, Czech Rep. 

SOURCE: Cesko-Slovenska Farmade (1993), 42(5), 212-13 

CODEN: CKFRAYi ISSN: 0009-0530 
DOCUMENT TYPE: Journal 
LANGUAGE: Czech 

AB Nine conpds. containing thioxo-group in the hetc recycle were evaluated 

against 

Mycobactccium tuberculosis, H. kansasil, H. avlun, and H. fortuitua. The 
most active con^s. were quinoxaline derlvs. Structure-activity relations 
are discussed. 
IT 119426-81-2 

RL: BAC (Biological activity or effector, except adverse)! BSU (Biological 
study, unclassified) I TBU (Tberapewtio use); BIOL (Biological 
study); USES (Uses) 

(tuberculostatic activity of, structure in relation to) 
RN 119426-81-2 HCAPLUS 

CN 4(lH)-Quinazolinone, 2.3-dihydro-3-(2-pyridinyl)-2-thioxo- (9CI) (CA 
INDEX NAME) 
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1993:191754 HCAPLUS 
118:191754 

Preparation of [[[ (tatrazolyl)|iyridlnyl] phenyl] nathyl] 

quinazolinonea as angiotensin II antagonists 

Chakravarty, Prasun K. f Haccoss, Malcolm Hantlo, 

Nathan) Valsh, Thomas F. 

Merck and Co., Inc., USA 

Eur. Pat. Appl., 104 pp. 

CODEN: ZPKXOa 

Patent 

English 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


EP 512676 


Al 


19921111 


EP 1992-302516 


19920324 


R: CH, DE, FR, 


GB, IT, 


, LI, NL 






US 5162325 


A 


19921110 


US 1991-697169 


19910507 


OA 20637S2 


AA 


19921108 


CA 1992-20637S2 


19920323 


JP 06172347 


A2 


19940621 


JP 1992-116639 


19920325 


PRIORITY APPLN. INFO.: 






US 1991-697169 


A 19910507 
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use)i BIOL (Biological study)) PREP (Preparation)/ USES (Uses) 

(prepn. of, as angiotensin II antagonist) 
145980-92-3 HCAPLUS 

4(3H)-Quinazolinone, 2-butyl-6-iDethyl-3Tl [4-(2- (lH-tetca2ol-5-yl)-4- 
pyridinyl] phenyl] methyl]- (9CI) (CA INDEX NAME) 



MARPAT 118:191754 



• STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRIWT * 

AB Title compds. I [Het - Q1,Q2. etc.) Rl - (substituted) (1-6 alkyl, -Ph, 

-naphthyl, -heteroatyl, perf luoro-Cl-4 allcyl) E - bond, S(0)n(CH2)s, 0* n 

- 0-2) 3 - 0-5) Jl - CM) Jl and L are connected to form a 6 C 
(substituted) aromatic ring containing 1 N; Kl - CM) Kl is connected to L 

in the 

sane ways as defined for Jl) M - 0. S, NR15) Y1Y2Y3Y4 - N:CR11CR11 :CR11, 
CR11:NCR11:CR11, Cnil:CRllN:CRll, CR11:CR11CR11:N, etc.t R9,R10 - H, 01, 
Br, P, lodo, N02, Cl-6 alkyl, Cl-6 acyloxy, C3-6 cycloallcyl, Cl-6 alleoxy, 
NH2, CF3, etc. I Rll - H, halo, N02, MR2, Cl-4 alleylanino, di-(Cl-4 
alJcyl) amino, CF3, Cl-4 alkyl, etc.) Z - C02R2, S03R13, NHS02R14, etc.) R2 

- H, Cl-6 alkyl, CH20C0Me, etc.) R13 - H, CH2Ph, etc.) R14 - aryly, 
heteroaryl, C3-7 cycloalkyl, (substituted) Cl-4 alkyl, Cl-4 
perfluoroalkyli R15 - H, aryl, (substituted) Cl-6 alkyl, heteroaryl, etc.) 
R16 • (substituted) Cl-10 alkyl, Cl-4 perf luoroalkyl, (substituted) C3-8 
cycloallcyl, etc.] are prepared as angiotensin II antagonists useful as 
antihypertensives (no data) . Thus, ClC02Ph was added to a solution of 
3-cyanopyridlne, Cul, and p-tolylnagnesiua brooida In THF containing Me2S 

and 

the mixture was stirred 30 min to give 

l-phenojcycarbonyl-4- (p-tolyl) -3-cyano- 

1, 4-dihydroxypyridine. The latter was refluxed 6 h in decalin containing 58 
to give 3-cyano-4- (p-tolyl) pyridine. The latter can be converted in 3 
steps to title compound II. Capsules containing II were prepared 

IT 145»80>»2-3P 

RL: BAG (Biological activity or effector, except adverse) i BSU (Biological 
study, unclassified) i SPN (Synthetic preparation) f mi ITtwrapwttia 
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1993:169116 HCAPLUS 
118:169116 

Preparation of substituted quinazolinones as 
angiotensin II antagonists 

Chakravarty, Prasun K. ) Greenlee, William J.) Mantlo, 

Nathan B.) Patchett, Arthur A.) Dooseop, Kim) De 

Laszlo, Stephen B.» Glinka, Tomasz V. 

Merck and Co., Inc., USA 

Eur. Pat. Appl., 119 pp. 

CODEM: EPXXD0 

Patent 

English 

2 



PATENT HO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


EP 512870 


Al 


19921111 


EP 1992-304215 


19920511 


R: CH, DE, 


FR, GB, IT, 


, LI, NL 






US 5238942 


A 


19930824 


US 1992-867794 


19920416 


CA 2068229 


AA 


19921111 


CA 1992-2068229 


19920508 


JP 051S5B67 


A2 


19930622 


JP 1992-117670 


19920511 


PRIORITY APPUI. INFO 


. t 




US 1991-698506 


A 19910510 








US 1992-867794 


A 19920416 


OTHER S0URCE(5) : 


HARPAT 118:169116 








'S.A-K^p^ SO2Na302Bu ^ 
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6-roembered (substituted) arom. ring provided that only 1 of J and K is 
C:M) M - O, NR22) Rl - S02NR250R25, S02NHS02R23, S02NHC02R23, etc.) R2a, 
R2b - H, halo, N02, NH2, C2-6 alkyl, CF3, etc.) R3a - H, halo, Cl-6 alkyl, 
Cl-6 alkoxy, Cl-6 alkoxyalkyl) R3b - H, halo, N02, Cl-6 alkyl, Cl-6 
acyloxy, C3-7 cycloalkyl, Cl-6 alkoxy, etc.) E - bond, 
NR13(CH2)sS(0)x(CH2)s, CHOH, 0, CO) x - 0-2) s - 0-5) R6 - aryl, 

(substituted) Cl-6 allcyl, - C2-5 alkenyl, - C2-5 alkynyl, heteroaryl, C3-7 
cycloalkyl, perf luoro-Cl-4 alkyl. Hi R13 - H, C2-5 alkaooyl, Cl-6 alkyl, 
allyl, C3-6 cycloalkyl, aryl, arylmethyl) R22 - aryl, heteroaryl, 

(substituted) Cl-4 alkyl) R23 - aryl, heteroaryl, C3-7 cycloalkyl, 

(substituted) Cl-6 alkyl, perf luoro-Cl-4 alkyl, diarylmethyl) R25 - H, 
aryl, (substituted) Cl-6 alkyl) X - bond, CO, O, S, NR13, 0CH2, CH20, 
SCH2, CH2S, CF:CH, etc.) r - 1, 2] were prepd. as angiotensin II 
antagonists useful as antihypertensives (no data) , Thus, 
6-nitro-2-prqpyl-3-C(2*-(sulfonamido)biphenyl-4-yl)methyl]<|UiRazolin-4- 

(3H)-one (prepn. f ron 6-nitro-2-propylquinazolin-4 (IB)-one and 
4'-bromomethylbiphenyl-2-tert-butylsulfonamide given) in dry pyridine was 
treated with dime thy laninopyridine than CIC02BU to give title eompd. II. 
Formulations contg. I were prepd. 
ie5e63-75-8P 

RL: BAC (Biological activity or effector, except adverse) > BSU (Biological 
study, unclassified)) SPN (Synthetic preparation)) tbo (Tberapmitlo 
use)) BIOL (Biological study)) PREP (Preparation)) USES (Uses) 

(preparation of, as antihypertensive) 
145863-75-8 HCAPLUS 

Carbamic acid, ( (4 *- [ (4-oxo-2-propyl-6- (2-pyridinyl) -3 (4H) - 
quinazoUnyl]methylJ [l,l*-biphenylJ-2-yllsulfonyl)-, butyl ester (9CI) 
(CA INDEX NAME) 




AB Title c onp d s. I [L is connected with J or X to form an aroeatic ring a» 
defined belowf J - C:R or J and L are atoos to fom a 6 oenberad 
(substituted) aronaUc: dngt K - C:M or X and L are connected to form a 
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TITLE: 

AUTHOR (S): 



HCAPLUS OOPYRIGRT 2006 ACS on STN 
1993:16185 HCAPLUS 
118:16185 

Pharmacological studies on quaternized 
4 (3H) -qui nazoli nones 

Buyuktimkin, S.> Bkinci, A. C.i Buyuktinkin, N.t Otuk, 



CORPORATE SOURCE: 
SOURCE: 



Fac. Pharm., Univ. Istanbul, Beyazit, 34452, Turk. 
Journal of Pharmaceutical Sciences (1992), 81(11), 
1092-4 

COOEN: JPHSAEf ISSN: 0022-3549 
DOCUMENT TYPE: Journal 
LANGUAGE: English 

AB Locomotor activity-inhibiting, anticonvulsant, muscle relaxant, analgesic, 
and antimicrobial properties of 2'methyI-3-pyridinium-acetylamino-4 (3H)- 
quinazolinone chloride (I), 2-raethyl-3- (4-niethylpyridiniun) acetylamino- 
4 (3H) -quinazolinone chloride (II), 2-methyl-3- (4- 
ethylpyridiniuiii>acetylaaino-4 (3H) -quinazolinone chloride (III), 
2-Bethyl-3-(3-carbO)tamidopyridinium) acetylaraino-4 (3H) -quinazolinone 
chloride (IV), and 2<methyl-3-(4-carboxaraidopyridiniuin)acetylaraino-4 (3H) - 
quinazolinone chloride (V) were investigated. The locomotor 
activity-inhibiting properties and anticonvulsant activity of II were 
almost equal to those of methaqualone. The analgesic activities of II and 
III in the hot-plate test were equal to that of aspirin, whereas in the 
Koster test, the analgesic activity of II was higher. The conpds. did not 
exhibit antimicrobial or muscle relaxant properties. Host active compds. 
had higher lipophilicity values than those of inactive conpds. 

IT 111830-33-2 

RL: BAC (Biological activity or effector, except adverse)* BSU (Biological 
study, unclassified) J mu (TiMrapmitle use)* BIOL (Biological 
study)/ USES (Uses) 
(Pharmacol, of) 
RN 111830-33-2 HCAPLUS 

CN Pyridinium, l-t2-[ (2-fflethyl-4-oxo-3(4H)-quinazolinyl) amino] -2-oxoethyl]-, 
chloride (9CI) (CA INDEX NAME) 



fYV" ifii 
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LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
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PATENT NO. 

VO 921353S 

W: CA, JP 
PRIORITY APPLN. INFO.: 
OTHER SOURCE (S): 
GI 



1992:634037 HCAPLUS 
117:234037 

Preparation of pyridyl- and phenylquinazolones < 
anticonvulsants 

Owivedi, Chandradharf Omodt, Gary V. 
USA 

PCT Int. Appl., 34 pp. 

COOEN: PIXXD2 

Patent 

English 

1 



KIND DATE 
Al 19920820 

MARPAT 117:234037 



APPLICATION NO. 
VO 1991-US788 
WO 1991-US788 



DATE 

19910206 
19910206 




Title compds. I [XI - N, S, 0, CH2; X2 - N, CH> Rl, R2 - H, N02, NH2 when 

I of Rl and R2 - N02 or NH2 the other is H; R3, R4 - Cl-5 alkylj R5-R7 - 
H, halo* X2 - CH when XI - N, s or O] were prepared as anticonvulsants. 
Thus, acetanthranil was heated over an open flame with 2-afflino-3-picollne 
to give 2-methyl-3- (3-methyl-2-pyridyl) '4-quinazolone (II) in 58% yield. 

II at 100 rag/kg i.p. in mice gave 1001 protection against 
pentylenetetrazol-induced convulsions. The LD50 of II was .simeq.lOOO 
mg/kg i.p. in nice. 

3214-64-OP 

RL: BAC (Biological activity or effector, except adverse) t BSU (Biological 
study, unclassified) J SPN (Synthetic preparation)* TBU (TlMrapeutlc 
use) I BIOL (Biological study): PREP (Preparation)* USES (Uses) 

(preparation of, as anticonvulsant) 
3214-64-0 HCAPLUS 

4 (3H) -Quinazolinone, 2-methyl-3- (3-Bethyl-2-pyridinyl) - {9CI) (CA INDEX 
NAME) 
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1992:426350 HCAPLUS 
117:26350 

Preparation of piperidine derivatives as 
antiarrhythmic agents 

Hirasawa, Akira: Shoji, Masataka* Yoshimoto, Ryota* 
Gyotoku, Yuichii Eguchi, Chikahiko 
Ajinomoto Co., Inc., Japan 



SOURCE: 


Eur. Pat. Appl., 


47 pp. 






CODEN: 


EPXXOtf 






DOCUMENT TYPE: 


Patent 








LANGUAGE: 


English 






FAMILY ACC. NUM. COUNT: 


1 








PATENT INFORMATION: 










PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


EP 479601 


A2 


19920408 


EP 1991-309103 


19911004 


EP 479601 


A3 


19920812 






EP 479601 


Bl 


19991215 






R: DE, FR, GB, 


IT 








JP 05025044 


A2 


19930202 


JP 1991-254951 


19911002 


JP 2853404 


B2 


19990203 






US 5229400 


A 


19930720 


US 1991-770892 


19911004 


PRIORITY APPLN. INFO. : 






JP 1990-269193 


A 19901005 



OTHER SOURCE(S): 
GI 



MARPAT 117:26350 




AB Title conpds. [It Q « (substituted) Ph, cyclohexyl, piperidinyl, 

tetrahydrcvyranyl, pyridyl, (N-methyl)pyrrolyl, thienyl, furyl, hexyl, 
cyanot X - CO, NHCO, NHCONH, S02NH, S, O, R1C:CR2, CR3 (CN) » Y - Ph2C:C, 
(4-FC6H4)2C:C, 4-FC6H4COCH. PhCH, PhCOCH, etc.; Rl, R2 - H, Me, Et, Pr» R3 
- H, Cl-12 alkyl» arylj 1, m - 0, 1; n - 0-6] were prepared Thus, 
4-(N-iniidazolylraethyl)cinnamyl ale. was stirred 2 h with S0C12 in CHC13 
and the product was stirred with 4- (5H-dibenzo{a,d] eyclohepten-S- 
ylidene) piperidine, K2C03, and Nal in MeO0CH2CHMe2 at 90* to give 
title compound II. I inhibited CHC13-induced arrhythmia/tachycardia in nice 
with min ED of 10-100 mg/kg i.p. 

IT 14ie40-MHI!P 

RL: BAC (Biological activity or effector, except adverse)/ BSU (Biological 
study, unclassified); SPN (Synthetic preparation)/ THV (ner^Mitlo 
use): BZOL (Biological study)/ PREP (Preparation)/ USES (Uses) 
(preparation of, as antiarrhythmic) 
RN 141840-90-6 HCAPLUS 
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CN 3,5-Pyridinedicarboxyllc acid, 1- [2- [ [2- (1, 4-dihydro-2, 4-dioxo-3 (2H) - 
quinazolinyl)«thyl]inothylaminoj ethyl] -l,4-dihydro-2, 6-dimethyl-4- (3- 
nitrophenyl)-, dimathyl ester (901) (CA INDEX MAKE) 
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PATENT NO. 



EP 445811 
EP 445811 
EP 445811 

R: AT, BE, 
CA 2037630 
CA 2037630 
JP 05155862 
JP 3114073 
US 5304565 
PRIORITY APPLN. 



INFO. ; 



OTHER SOURCE (S): 
GI 



1991:656219 HCAPLUS 
115:256219 

Preparation and formulation of 3- 

[ (tetrazolylbiphenylyl) nethyl] -4 (3H) qui nazoli nones and 

analogs as angiotensin II antagonists 

Morimoto, Akira; Nishika*ra, Rohei 

Tatceda Chemical Industries, Ltd., Japan 

Eur. Pat. Appl., 62 pp. 

CODEN: EPXXOV 

Patent - 

English 



KIND DATE 



CH, DE, DX, 



A2 
B2 



19910911 
19920115 
19950614 

ES, FR, ( 
19910908 
20010703 
19930622 
20001204 
19940419 



APPLICATION HO. 



1991-103497 



\, OR, IT, LI, LU, NL. 5E 
CA 1991-2037630 1< 



MARPAT 115:256219 



JP 1991-123230 

US 1991-666037 
JP 1990-56205 
JP 1990-56206 
JP 1990-71051 



19910306 

19910307 
19900307 
19900307 
19900320 




AB The title coapds. (I; R - (un) substituted hydrocarbyl optionally bound 
through a heteroatom; R2, R3 - H, cyano, N02, C02H, C0NH2, alkyl, 
alkoxycarbonyl, etc.< R2R3 - atoms to cotnplete an (un) substituted fused 
benzene ring/ Y - N or CH; R6, R7 - Q (wherein A > bond, spacer containing 
£2 a tons in a chain i R4 - H, halo, N02t R5 - residue capable of 
fonalng or comrertable to an anioni n • 1, 2), R1R6 - bond or R1R7 - bond] 
ware prepared II (R6 - Q wherein A - bond, R4 - B, R5 - lH-tetrazol-5-yl in 
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2' -position, n - 1) showed 2701 inhibition of pressor action of 
i.v. angiotensin II in rats receiving 30 ng/kg orally. 

137415- M-7F 

RL: BAG (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) I SPN (Synthetic preparation) i THV (Tborapwitie 
ns«)t BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation of, as angiotensin II antagonist) 

137416- 88-7 HCAPLUS 

3-Pycidinecarboxylic acid, 2-[[3,4-dihydro-4-oxo-2-propyl-3-[[2*-(lH- 
tetrazol-5-yl) [1, 1* -biphenyl] -4-yll nethyl] -6-quinazolinyl] oxyl ethyl ester 
(9CI) (CA INDEX NAME) 



U^^S;J--C-0-CH2- CH2-0— l^s^^X^ 1 



v 
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1989:553834 HCAPLUS 
111:153834 

Preparation of benzoheterocycle derivatives as drugs 
for treating heart diseases 

Tamada, Shigeharu; Fujioka, Takafuni; Ogawa, Hidenorii 

Teranoto, Shuji; Kondo, Kazumi 

Otsuka Pharvaceutlcal Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 44 pp. 

CODEN: JXXXAF 

Patent 

Japanese 

1 



JP 01061468 

JP 2544939 
PRIORITY APPLN. INFO.: 
OTHER SOURCE (S) : 
GI 



KIND 
A2 



19890308 
19961016 



MARPAT 111:153834 



APPLICATION NO. 
JP 1987-21B276 
JP 1987-218276 



DATE 

19870901 

19870901 



Rl I 
1- — CONR3-^j^^4 q2- — 



^D 



AB The title compds. (I; R - H, Q, Ql, lH-imidazo[4,5-cJpyridyi» R3 - H, 

lower alkyl; R4 - phenyl-lower alkyl having 1-3 substituents selected from 
lower alkoxy, halo, or N02 on Ph. phenylthio- lower alkyl, (N-lower alkyl) 
anilino-lowar alkyli 1 - 0, 1> D - CHNR5, NR7; R5 - H, lower alkyl. etc.i 
R7 - H, lower alkanoyl, etc.; Rl - H, lower alkyl, (halo) phenyl-lower 
alkyl, lower alkoxycarbonyl- lower alkyl; R2 - H, lower alkyl, (halo) Ph; A 
- CH2. CO, CR8; R8 - H, Q2; R9 - H, phenyl-lower alkyl, (lower alkoxy) Bz; 
provided that when A - CR8, R2 being unsubstituted and one of R and RB <■ 
H; B - CO, CS, CRIO; RIO - H, lower alkyl, NH2, pyridyl; provided that 
when B - CRIO, Rl being unsubstituted and A - CO] useful as cardiotonics, 
etc., were prepared A solution of 0.2 mL CC1302CC1 in CH2C12 was added 
dropwise under ice-cooling to a solution of 2-ai&inoniethyl-4-[4- (3,4- 
dimethoxybenzoyl) -l-piperazinyl}aniline 1.1 and Et3N 0.8 g in 30 mL CH2C12 
and the mixture was stirred 1 h under ice-cooling and 1 h at room 

temperature 

After adding 5 N aqueous NaOH, the mixture was stirred overnight to give 
0.35 g 

6-(4-(3,4-dimethoxyben2oyl)-l-pipera2inyl] -3,4-dihydro-2-quinazoline (II) . 

I at 1 fiM, 100 or 300 nM increased 20-85.9% myocardial contractility 
and 0.5-3.0 mL/min coronary blood flow in dogs. A tablet (200 mg) 

containing 

II S, starch 132, magnesium stearate IB. and lactose 45 mg was formulated. 
IT 12M41-56-4» 

RL: BAG (Biological activity or effector, except adverse)! BSU (Biological 
study, unclassified)! SPN (Synthetic preparation) ; TSU (Tberapautio 
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u*«); BIOL (Biological study) > PREP (Preparation) I USES (Uses) 
(prepn. of, as cardiotonic) 
RN 122941-S6-4 HCAPLUS 

CN 2.4 (IH. 3H) -Quinazolinedione, 6- (lH-iBiidazo[4 , 5-c] pyridin-2*yl) -3-methyl« 
(9CI) (CA INDEX NAME) 
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EP 276825 
EP 276825 

R: BE, CH, DE, 
JP 63295565 
JP 07107056 
US 4861780 
ES 2044981 
US 5008266 
PRIORITY APPLN- INFO,; 
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1988:590443 HCAPLUS 
109:190443 

Preparation, testing, and formulation of 
2-(heterocyclylallcyl)quinazolin-4-ones as ulcer 
inhibitors 

Takahashi, Toahihiro; Roraguchi, Tatsuot Nakanura, 
Koichi> Suzuki, Yoshikuni 

Lling Co., Ltd., Japan 
21 pp. 



Eur. Pat. Appl., 


CODEN: 


EPXXOtf 


Patftnt 




English 


1 




KIND 


DATE 


Al 


19880803 


Bl 


19920909 


ES, FR, 


, GB, IT, 


A2 


198B1201 


B4 


19951115 


A 


19890829 


T3 


19940116 
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19910416 



OTHER SOURCE (S): 



APPLICATION NO. 

EP 1988-101148 

LI, NL, SE 

JP 1987-205071 

US 1988-148491 

ES 1988-101148 

US 1989-373024 

JP 1987-20123 

JP 1987-205071 

US 1988-148491 
CASREACT 109:190443; MARPAT 109:190443 



19870820 

19880126 
19880127 
19890726 
A 19870130 
A 19870820 
A3 19880126 




AB The title conpda. [Ii Rl - H, Cl-6 alkyl, (substituted) aryl, aralkyl; R2 
- Cl-6 alkylamino, (substituted) Ph, heterocyclyl, geranyl, 
dipyridylnethylalkyli X - H, halo, Cl-6 alkyl] and pharmaceutically 
acceptable salts thereof were prepared as ulcer inhibitors. A mixture of 
NaOHe and 2-chloromethylpyridlne.HCl in HeOH was added to 
2-]nercapto-3-phenyl~4 (3H) -quinazolinone in MeOH and the nixt was stirred 
2.5 h to give 3-phenyl-2- (2-pyridylB»ethylthio) -4- (3H)quinarolinone. I 
gave 40-96% inhibition of indomethacin-induced ulcers in laice at 100 mg/kg 
orally. 

IT 117038-35-4P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) I SPN (Synthetic preparation); THU (TlMr^peutle 
nmmit BIOL (Biological study) i PREP (Preparation); USES (Uses) 
(preparation of, as ulcer inhibitor) 
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RN 117038-35-4 HCAPLUS 

CN 4(3H)-Quina201inone, 3-ethyl-2-[ (2-pyridinyliBethyl) thiol - (9CI) 
NAME) 
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EP 276826 
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R: BE, CH, DE 
JP 63301873 
JP 07049423 
US 4833144 
ES 2038218 
PRIORITY APPLN. INFO.: 
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1988:5704 53 HCAPLUS 
109:170453 

Preparation, testing, and formulation of 

2- (aralkylsulfinyl) -4 (3H) -quinazolinones as ulcer 

inhibitors 

Takahashi, Toshihiro; Horaguchi, Tatsuo; Nakamaru, 

Koichi; Suzuki, Yoshikuni 

Nisshin Flour Hilling Co., Ltd., Japan 

Eur. Pat. Appl., 17 pp. 

CODEN: EPXXDV 

Patent 

English 



APPLICATim NO. 



KIND DATE 



Al 19880803 EP 1988-101149 
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AB The title conpds. (I; Rl - Cl-6 alkyl, (substituted) aryl, aralkyl; R2 • 
(substituted) Ph, (substituted) 5- or 6-nenbered heterocyclyl; X - R, Cl-6 
alkyl, halof n - 1, 2], useful as ulcer inhibitors, were prepared A 

solution 

of NaOHe in HeOH and 2-chloromethylpyridine-HCl were added to 

2-fflercapto-3-phenyl-4(3H)-quinazolinone in HeOH and the mixture was stirred 

at room teo^wrature for 2.5 h to give 
3-phenyl-2- (2-pyridylinethylthio) -4- (3H) - 

quinazolinone. which was dissolved in CHC13 and treated with 

n-ClC6H4C(0}OOH at ice temperature to give 
3-phenyl-2- (2-pyridyliaethylsulfinyl) - 

4 (3H)-qiiinazolinone. The latter at 100 ng/kg orally in mice gave 831 

suppression of indoaethacin-induced ulcer. 
IT XlT03a-0«-»P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); TBO (Vharapeittio 
use); BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation of, as ulcer inhibitor) 
RN 117038-06-9 HCAPLUS 

CN 4 (3H) -Quinazolinone, 3-ethyl-2-[ (2-pyridinylBethyl)sulfinyl] - (9CI) (CA 
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Janssens, Frana E. r Kennis, Ludo E. j.i Hens, Jozef 

F.f Torremans, Joseph L. G.t Diels, Gaston 5. M. 
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PhSCH2CH2l/ ca2^^R 



I 



The title cosqpds. [It 3 of A1-A4 - (un) substituted CH, the 4th - N, 
(un) substituted CBi B - CB2, O, SO, S02» R - substitutad Cl-6 aUtyl, 
alkoxy, alkylthlo* anlno* pyrrolidinyl, plparidiayl, hesahydroaxcpiaylf 
etc.r Rl - alkyl, cycloalJcyl, (un) substituted aryl, hateroatyl, 
(hctero)aral)cylr R2 - H, alkyl) and their stereoisomers and acid salts 
were prepared as an tl his tami nics and serotonin antagonists. 
1 - [ ( 4 -Fluorophenyl ) oe thyl] - 2- ( 4-pip« ridinylnethyl) - IH-benzimidazol- 5-ol 
and PhSCH2CR2Br vere refluxed 2 h in Ke2CBCB20aKe containing Na2C03 to give 
27.81 benzlnldazole derivativ* (XI). I inhibited oaH^aund 48/80-inducad 
lethality in rats, caused fay histawLa* ralaasa, «d.th ED50 of 0.005-0.16 
ng/kg s.c. or orally. I also inhibited gastric lesions caused fay 
siiaultaneous release of serotonin. 
99953-7 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified)/ SPN (Synthetic preparation)! nro (TtMoc-apMitle 
uaa)) BIOL (Biological study); PREP (Preparation) » USES (Uses) 

(preparation of, as antihistaainic) 
99953-71-6 HCAPLUS 

2.4 (lH.3H)-<2ulnazolinedione, 3-(3-(4-{{3-( (4-fluorophc^yl)mathyl]-^H- 
ilaidazo[4,5-b]py^ldi^-2-yl]■atfayl]-l-pip•cidinyl]p^apyl]- (9CI} (CA INDEX 
NAME) 
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1980:174207 HCAPLUS 
92:174207 

Phartoacological evaluation of some newer substituted 
4-qulnazolone9 as CNS depressant and anticonvulsant 
agent 

Shukla, J. S.; Saxena, Shradha 

Chea. Dep., Lucknov Univ., Lucknow, India 

Indian Drugs (1980), 17(4), 96-8 

CODEN: INDRBAf XSSNt 0019-462X 

Journal 

EngUsh 



O 



The i.p. LD50 values of the 14 quinazolones I (R - CI, HeO, or N02t Rl - H 
or Br; R2 - H, Br, It R3 - pyridyl or thlazolyl) tested in mice were 
i700 ng/kg. Almost all the coapds. depressed the behavioral 
parameters measured. 2- (o-Hothoxyphenoxymethyl) -3- (2' -thiazolyl) -4- 
quinazolona [73342-49-lJ gave the best protection against 
pentylenetetrazol-induced seizures, decreasing the death rate by 60% vhen 
injected i.p. at 100 mg/kg 4 h before administration of the convulsant. 
Structure anticonvulsant activity relations are discussed. 
73342-50-4 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) I TKU (Tbarapautie uaa) i BIOL (Biological 

study) ; USES (Uses) 

(Pharmacol, of) 
73342-50-4 HCAPLUS 

4(3H)-Quinazolinone. 2-[ (2-mcthoiiyphenoxy)Bethyl)-3-(2-pyridinyl)> (9CI) 
(CA INDEX NAME) 
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DOCUMENT NUMBER: 80:14891 

TITLE: Synthesis and pharnacological studies of sods 

quinazolone darivatives 
AUTIIon(S): Stefanova, 0.; Oalava, L.i Xolchagava, R.i Zh«lyazkov, 

L. 

CORPORATE SOURCE: Sci.-Res. Chem.-Pharn. Inst., Sofia, Bulg. 

SOURCE: Khiniko-Fartutsavticheskii Zhurnal (1973), 7(10), 

19-24 

OODEN: XRFZANf ISSN: 0023-1134 
DOCUMENT TYPE: Journal 
LANGUAGE: Russian 
GI For diagran(s), see printed CA Issue. 

AB Quinazolonea (I> R - o-MeC6H«, cyclohexyl, Ph, p-ClC6H4, p-MeOC6H4, 
p-EtOC6H4, furfucyl, PhCH2, PhCH2CH2) were prepared by ami nation of 
o-AcNHC€H4C02H with RJJH2 in the presence of polyphosphoric acid containing 
P0C13 and their Pharmacol, activity determined Cornpds. were tested for 
stimulant activity, as tranquilizers (morphine and phenamine antagonists), 
for soporific activity, effect on muscle tone, and effect on exptl. 
convulsions. LD50 <mg/kg, rats) ranged from 320 to 3000. Addnl. coiqpda. 
prepared and tested were quinazolenes [lit R - 3,4, S- (Me0)3-C6H2, 
P-C1C6H40CH2, 4-pyridyl. 3-pyridyll . 

IT 50840-27-2 

RL: BAG (Biological activity or effector, except adverse)! BSU (Biological 
study, unclassified) I TBO (Thegapetttlo UM)t BIOL (Biological 
study)! USES (Uses) 

(Pharmacol, activity of) 
RN 50840-27-2 HCAPLUS 

CN 4-PyridinecarbasyUc acid, 2- (2-methyl-4-oxo-3(4H) -quinazolinyl)ethyl 
ester (9CI) (CA INDEX NAME) 



U^Jlv^N CH2-CH2-0-C~|j^ 



